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1(57) Abstract 

A pyridonecarboxylic acid derivative repre- 
sented by general formula (1) or a salt thereof and an 
antibacterial agent containing the same, wherein R 1 
represents hydrogen or a carboxy protecting group; 
R* represents nitro or optionally substituted amino; 
R 3 represents halogeno; R 4 and R 5 may be the same 
or different and each represents hydrogen, halogeno, 
lower alky) or lower aDeoxy, R^ represents hydro- 
gen, halogeno, hydroxy, lower aDcyl or amino; R 7 
represents hydrogen or halogeno; A represents ni- 
trogen or -CX- (wherein X represents hydrogen, 
halogeno, lower alkyl or lower alkoxy); and Z rep- 
resents halogeno or optionally substituted, saturated 
cyclic amino. 
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©ffiS^KioT, *ftK&o/c £;§:©;£}£ KJ:oT$!ii£ 

* © - #J £ £ If ft & © «i: 9 T & * 0 
dil) — $ it (1) vmt>£tlZ<t&®}<Di*>, R ' 

S ft £ tfc © $5! & li , WAIiJKToSlSsCK^sns-ato 
II 1 i: «k o TS!il$n* e 




(A) R< R5 





(lc) (Id) 



^iXlii- N R 1 2 R ' 3 (CCT, R 12 R R 'Mi * ft HP ft ffi 
lS7^ + ;H$,7t) ^l, R'°& R" ii * ft *'ftfg|R 

R s > R 6 , R 7 & Cf A ti hu IE £ ft wr -5 J 

-tt£t>t>. *%W<t&® (1 a) - (1 d) (A) 
ii * ju h ¥ m x ;u X li * ;u h ¥ & y * ;u 4* £ © * ,u s ^ 
Wjlxtju® ( H ) «:Sit;$-iffc^ % (J) 
3 * , ft t^T^ ft titzit&ty (C) £ ^ h 

DYfcLTft^tt (la) iU Cft**** fttfffc-frtt (lb) 
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fc'&Ztl, Z ft£T;U*;l/ftXI*T i/)l<t? fttfft^ (1 c) 

# ?§ £ ft , cft£iD7j<#JS?-rft{fft£% (Id) # $ S ft 
-So Ztzit&fy (1 b) £flD7jc#fc?LT*>ft£«& (1 d) 

ft £ $ (A) it/I^^KiXTiH (H) tOKm\t 
il # 0 ~ 1 6 Ot, #t L < 5 0-1 5 0 ^ ? fr tt ft , 

Rmmma, m% i 0^-48^, # £ l < , i ~ i o 

6 (A) i:*flt|t;H^i, t^yftl-lOfit;b 

±f2ft£^ (J) t OfiJCEJi*f«tlEXttas ttjg&*-? 
fir *> ft * o * fc * 5 IE *• *& JW £ L T % &7kfifc&3|®*MP 

J: < . m z. \i < > -t? > % h;u>, **>u>ttifO«k9 

tt ^ m m k ^ tk m m : j x f- ;u x - -r ji x f- ^ ^ t k d 7 

7 > . v * 4- > , * y ^ 5 ^ > •>* ^ 5 -f i» tt £ O «fc -3 
* i -7'^S;^>^> N ^ * > N / \^^>. »; ^ d 

>tt J: 9 ttJ3l!S^^ft7jC^S ; m<t/ * )y * p p 
* to A , E g ft ^ ^ tt £ © j; ^ 4. /N D y > -fb m ft 7K * A ; 
•^f/l/**A7; K , •>* y ^ yl/ * ;u * * •> K tt £ © J: «5 

y - )V tt if o «t •? tt t 7U 3 - ju m m £ if b ft 5 . # & 

IE il # 0 ~ 1 5 Ot, »H<liO-l OOtt'lr/^ 
ft^ fi IE ^Hli* i§# 1 0 #~ 4 8 11^7*4, ft£$j ( J ) 
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®<£J8Sl*<k£*& (A) IZMLT. ***jK±, L < 

* tzmmt IT s {k£& ( A ) i:n, n - y y *yu* * 
A 7 ; K v y f- ;b T Hr 9 - ju\ N-yyf;KwU7; K 

ft** (j> *Kfc**Tfi:*& (B) < Z £ t> ? $ 

£ K & 8P L # I* & © ft £ "9** ft T & «£ < N #J * If , 

h<j# l * *> ©a<£if b ft s „ *££i*iisto~i 5 or, 
Yk^« (B) * aut fi £ c ft u xit^m (o 

> . * j y 7 * a * £ © j; $ ft x _ ^ ^ . y + u > ^ 

y ****** •> Ktt if o j: 9 tt#7n h >&@&jg&# 
n ' Jn ^ * * * * £ © J: -5 tt 7 * a a : 
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m it % ; tK Wt it ± v y 9 a , tK & f k -h u -> a , ^st f >j 

h * •> K . i-Mjnx^^\ * 'J H - t - y h * 
*> K if © «fc o tl 7 )\< o * •> K g ; 7?fti-MJn, 7 
5 Wk # U ^ A /.£ £ © J: •? /,£ & 7 - y ft; $j ; h 'J i f ^ 7 ; 
1, 8 - ^Tlf fcf □ [5. 4. 0] 7>x-ir> (DBU) 

ttifOJ^tt tf«s>n* 0 * R It © S 1£ £ ft (i 

1^0-2 0 Ot, 0 £ L < ^ i& ~ 1 8 0 ^ # «fc < , K 
JEliiI#5#~2 4^HT^7t5, ttSttfk'&toOttffl 

io g it it £ m ( b ) \z ft u t m * ^ & ± . » * l < it m * ;u 

~ 2 fi!? * ;U *< J: . 

<L ^ ^ (C) ^-ho^S0lc#-rc«i:{C«toT*|§BJ 
<k £ *3 (la) £52&fSC<tj!><T§So - h o <k (i . 3f 

is -hofk*J£UTlii)ia£L<tii)31l££BKft££ft*£ 
*> * *I ft * * 58 ft 7 -tr ^ £ £ ft £ o £ K & £ 

ft*»tt®ttffl*M:fl:£1&(C) liSiKttLTfliftlil 

5Bftfi 1 b^ciSfiJft-C* 0 , £ 

ES ii #J x. I* *g ft K <(k £ $ (C) ^^Jot4:ii:J:ottT 

20 t>tiz 0 ttz. Rfcfema - i ov~ 8 ov, Rmmmit 

fk # to (1 a) £il7t;-fSC<i:K«fcMk£to (1 b) £ 
— $KflJi>&ft.5:Sr&5&<jgffl-c£. 0>J * if ft & 



WO 96/23775 



19 



PCT/JP96/00152 



6 & > 5 * - - y * ;K 6 & - JR ( P t - C ) x /< 7 * 
^-ft3£ (Pd-C) £*ffl^fc&JttiI5c8:*<¥tf£tiS 0 
R 1 ^tK*®-? T * 5 it&%5 (1 d ) 14 . it&m (1 b ) 

lck»K X ii b>t M tw «t 0 lb (lb) 
£ T ;P * ;Mk X 14 T •> ;Mk « L A: ft So * £ » t 5 C i ic J; 

in tK # ft? (4 , a*©ira7K^llSit»cfflc^n«sic;*# 

®Kk * U * A N ft & * h ij 9 A , ft fifc # 'J ^ A'i i'Oii 

®.<t&® ■. mm. mm. asm* 

* y - ju N x * j - ji „ 7*DAV-^4'i'OJ;9ii£7;l/3- 
^ £ x x h 7 t K D 7 7 > , v> * * If > if 0 «fc 9 x - 

XRlfclt. a # £ £ ~ 1 8 01C N 8F3:L<l4g*g~l 4 0 
t T 6 ft N Sl5^Httji#l-2 4I^HlT**. 

* 351 ft £ % (1 c ) * ^ * J6 0 7 JU * ;U ft S 0 (4 x 
/3t M 0 t * ;u S {i ft ^ -r Z v 7 ;i/ * iv m m . T jib - 
V K x 7;1/ + ;i,7'd i K $ © 7 ;u 4- ;Mk #J * x $f £ L < 14 

ftK^-h'j7A N ftgf^ij^A^Ojtgg0#STx N . N 
-•^f ^*;^7; K x N - ^ f ;P k c d 'J F>|Og$ 
*x ^ £ ~ 1 5 0tI|OfiST?ft^ft (1 b) <*: £ j£ 3 
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*i: ti:|fK * , - © t ;u * ;Mfc £ £ 

« /ft S O T ^ * ;P m \z M -f z ii ju *' - & fa £ % $ $ 
* fc ± T , g & . 5 * - - ? * >K & - H > /< 5 2> * A 

'Mb £ J& li „ i^OT ; S © T •> K ffl t ^ t» ti -5 ffi S 
©SKi: J: 0 *t -5 - i # T § , 04 A. If »f M © T •> ;u g k *f 
CS-T^T^ ;U^p 'J K X (* » # «» £ f fc £ <» (1 b) £ £ 
ffc* ?dd*;1/A, E^^^^x ^dda;>4?> 

S! & ft * * S ; -r h 7 h K a 7 5 v**l7->t|©jL- 
f^iXli7-t h N , N - / f- ;U * ;l/ A 7 $ 

e a y > % N, N-v^y f ^j-'J > N N->f A 
* JU * ij > , y > f * 7 5 > , MJif;l.7; > N g|f 

- 7 0-1 0 OtTSS^SCirCi^ * * H M: * » , 
ft»*®SX(i*ft60aft#to£gfi~l 5 O^TSJS 

T«fESlt;*(i?:ii:i!){|:^« (i a ) , (lb), 
(1 c) X (i (1 d) Hfc«, S»^Dy>lf$7S 

* , ft £ *&> (lb) ttJBlTaaFifeizjioTfcajfc-r* 
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Cxt<K R N tt7; R'», R3 > R<> R5 ^ 

R 6 * R\ R 9 , L\ Z'StfAttlfEiHttllctttS] 

w 5 * flr ie 0 fl; £ (A) a/n-^gixf^i < h ) 

* Rfc * •£ Z z t iz £ r> T *> ti Z 7 ? iJ;H[xxf;HS 
(D) 47*iU>y 7 5>jB (K) t * * # , SHi: $ 
^iia.tft^fe (L) *l>T7$y««ai«. 
Ktt^Sciick^Yk^tt (lb) ^{|5:^?h„ 
(A) (L) ij^o<b 
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(112) -$5$; (1) T'^Stt-Mfc^©?*,, Z # g 

0»litfJHTO5lc;Si:**n-5Xg2K«koTl|ljesti5o 
R 6 0 R 6 0 



(^1 ZM2S&II£WLT^Tk«£l^f£fOJ3i#i7 S / | 
R\ R 2 > R\ R\ R 5 , R 6 x R\ Z 1 R A It ft 

(N) 5$ Z 2 - H $ tl 3 It&fy} 

*ffl^t7;yftt5:ti:j:»)ft^« (0) j&q#£n* 0 

* S IS li % *C > H? > . h ;u x > „ + •> 1/ > tl £ © J: -5 

3?S8E^ffc7K*3S: * 9 J - ^ * J - )\< U £ <o £ o 

7^3-;U^;-fh7tKo77>> v * * If > N t ; / 

5 -f Att^Oi^x-f^S ; £ <fc y f- U > * ? n o * 

^ ^ E3 £ it St * <fc" © <k 9 ^ d y wfc St ft * X SI ; * 

yf**^i7; K x F> N - y f A 

t e d V K > £' © «fc o <£ ft f d h > ft & ft Ji ; 7 4r h - 




(N) 



(0) 
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h U )V % h° U v > m © > £ IS K & $ * -5 * 4- C> & + ^ & 

n ic m i; t k a? ay * w * i* ft & * mj ? a , ft » * ^ *> * 

A % ftl*7R*+MJtfA % MJxf^7;>> 1 , 8 - y 
7ifb*i/^o [5. 4. 0] (DBU) £' © 

#£T£z&~l 6 Oti:fcu>tlT^n5o K 0 i£ US li ft 0 

~ 4 8 B# . #£L<lilO#~24B£fi?lT'£>So ft £ $ 
Z' - H © £ ffi fi I* ft £ 03 (N) ii**LT**;na±.ff* 
L < (* t£ e ;l/ ~ 5 * ^ £ 1" * © <fc <^ o R ' # # ;U 

0tSic J: 0 *07jc^p-r 5 C i: JC 

(113) -$5$; (1) ?mt>Zti*<t&til(Dr> R" 
^*y^'*y«Sit*5{b^^li> 0J *. I* J£l T © 5 ES *t 

R 6 0 R 6 0 



f^L, R 2 > R 3 > R 4 > R 5 ^ R 6 x R^ A & Z tt«fC 

ttcb^s ft£$ (Q) lt<t<£® (?) \z ^ u V y 
^R ,6 -L s *Sic;st5:ii:J:o-cl|bti'5o ::Tlf 
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3£ If 8e ^ ft zfc 31 g ; ig fl: y u > , ? d n * ;U A £ © J; 
9 4* ^ d y > ft ^ {t 7jc ^ 8 ; ^ y 9 )V * ;u a t i K . y > 
f- ;u X ;U * * •> K £* © «k 9 # -f a h > ft ffi tt & & £ ; 

£^*sg(*ii$r^is~i o o r # & t & * c * 5 ts f* h u 

i f - ;P 7 $ > , '^yyof/Hf ^ y y ? a a. 

* •> ;U 7 $ > , DBU, ^©^-h'J^A, £t ®? # <J * A , 

7jc B ft * h y ^ £' ® ± o t£ oft &t iz ft 

JJ*Mfc*tt (A) ttJB(T©Xl»CE«©*tt«iM*, c 

1) J. Heterocycl ic Chem. 2 2, 
1 0 3 3 ( 1 9 8 5 ) 

2) Liebigs Ann. Chem. 29 (1987) 

3) J. Med. Chem. 31. 991 (1988) 

4) J. Org. Chem. 35, 930 (1970) 
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5) #B§Bg62-24 654 1 

6 ) #§8 B§ 6 2 - 2 6 2 7 2 #&fg 

7) #Bf|Bg63-145268-t&$8 

8) J. Med. Chem. 29, 2363 (1986) 

9) J. Fluorin Chem. 28, 361 (1985) 
1 0) #Bj§B§63-l 9 8 6 6 4 f 
ll)#§f!B863-264461^&$& 

1 2 ) .#HB8 6 3 - 1 04 9 7 4 f4V|i 

13) tt*H#ftfflflf*2 3 0 9 4 8^&tI 

14) #S¥2-28 23 84f^| 

15) #a¥3-502452-t&$8 

16) J. Het. Chem. 27. 1609 (1990) 

(1) Xtt*©tttt. CiS^iLT, ait, 

a & # if * n s o * *3 * # * a f* . * « *j x gixin- 
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>^J3-;k mvsito. mint y - y^s^ait 

W ® x x -r ;K #J *. If :* 1/ >T > & x ^ # £ if £ ft £ e d 
7 fcftJ5fcftttl*l&*!U ff ffiffftU fifflftk IHfcflJ 

#***H»aj«*^»iiTi*M«*aAr*ciicj;#) 

Sits: 

* BS ft 4 © fc a* © $2 #J I* > t L < f* * & BjJ ft £ ft tc ft 
Z Z t *< T § -5 o 

ft □ a # © /c it> <d m & m m k « # 7° -t? ;u #j , & m , & #j , 
ffi 3»j > ^iiix^o-^, ftaxiiT^/iiiSjft]-*-*, 

it fal © ft K #J * tf * iR M (ffl A. li * t 7 >) > &v ? * is v 
CI** MK> a«ffl*ffl^TfeJ:t> 0 ft *« & ft *U K li B 

ftnft4©^a6©jftf*:«#jj:tt x ^H#^T#iiii^ffl 

*u ss, isih^ •> p 7 7* jw & tf x ij + •> - ;u #j $ if 

*tt£o frfrs^fittftJRfciKjo*.-^ ft /$ ft c t* ft # fti 
0»J * If z£ ia M x A ft , MffiM. ti y> V \z * , i^^^f 
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*&BJHfc£tt (i) ©&4gi*tS;4s ttsft^ottflu 
/^©^siangs # * ©ffe©gaic o t££ 

StlStf.-jRKJflcA-e— BiSflttO. 1 ~ 1 0 0 0 m g 
/ k g x # k: # 0 . 5-100mg/kg*<ff*L^o* 

(i) acf *©«ttfia«)T«:B»*^» < , 

# K fit H I V (t ^g^i^;^) f^ffljftKi 
« T > & JS #J a # % 0j (c j: o * % bm £ 35 jc I* ftfl ic ft flj 

* is it z ti s> \z m « $ n s t> © -c i* a ^ 0 
c # * m n 

x 7-^DD-6-7;l/tD-l, 4 - t F o 

-4-**y-i - (2, 4, 6-MJ7;^D7x-^) 
-1. 8-t7f "J y>-3-*;l/*'+y i/ - h : 

.f- ^ 2 - (2. 6-v?^dd-5-7 d - o f- 
y-r^) - 3- xh + y7?'J l/-|«6. 4 0 g® h^x 
Om 1 ^7UT^ 2, 4, 6 - hiJ7/^o7; 
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'J > 1 . 39ml®h;Ui>jg«5ml £ ffiT L „ m £ T 
- Bfe {)t # L 0 & & £ S * L ^ i^y-^^ilD^^ B B H^« 
t > xf ;l/x-f x ;u 2 , 6 - v ? o 

A7;/7^'JP-h4!|fc 0 :0xf;b2, 6 - v ? d 

□ -5-7;l/to;3f H;b-3 - (2, 4, 6 - h 
7Vi/^-D7x-;UTiy) 7 ^ 'J 1/ - h 2 . Og©N, N 
-■^f;^;^7; K (9ml) fe&^fizM* U 0 . 

6 3 g*m^ijat9 o ftmmwbtzo 
»^ i . 38g®fte<i:*tt*tt*:. 

St * : 1 5 8 - 1 6 0 X: 
'HNMR (CDC 1 3 ) 6 ; 

1- 41 (t. J = 7 V H z , 3H), 4. 42 (q, 
J = 7Hz, 2H), 6. 92-7. 06 (m, 2H). 
8. 48 (d. J = 1 1 H z , 1H), 8. 49 (s, 
1 H ) 

c # # m 2 ] 

x^;U 7 - ^ p p - 1 - (2-^dp-4-7;U^-d 
7xx;U) - 6 - 7;l/tD - 1, 4-i?hKD-4-t + 
V-l, 8-t7f 'J i?>-3-*^*'+J/l/ - h : 

2-^oo-4-7^tD7i'J >*)B^fcSfrli#% 
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& * : 1 7 7 - 1 7 8 1 
' H NMR ( C D C 1,) <5 ; 

1- 41 (t, J = 7Hz, 3H), 4 . 41 (q, 
J = 7 H z . 2H), 7. 2 3 ( d d , J=3Hz. 
8Hz. 1H). 7. 36-7. 51 (m. 2H), 
8. 49 (d, J = 7Hz. 1H), 8. 49 (s, 
1 H ) 

c # # m 3 ] 

i f- ;U 1- (2 -?OD-4-7;i/*o7x.r.;l/) - 
6, 7-v7;U*d-i, 4-nFp-4-tty- + 
y 'J > - 3 - ij JU ** * •> 1/ - : 

i ;u 2 - (2, 4, 5 - h y 7 ;u * d *c > y * ;u ) 
-3-xh + i/7^»;t/-h 2. 46gO^DD*;UA 
3m 1 ^;UTv 2-^dd-4-7;U^dt^'; 
> 1 . 2ml©^nD*y^gJj5mUITl, £ i£ T 

-%^^L/c 0 *g&£&£L, y - * * in * & a * at 

©L, -;xf ;i.x-f;i/tj!fel>, if- /I/ 2 - (2, 4, 
5 - h U 7 ;U * d •/ -f ;p ) - 3- (2-?dd-4- 

7 ;i/ * n 7 x - ;p t $ y ) 7*yi,-h*ftfc 0 :oxf 

^ 2 - (2, 4, 5 - h y 7 ;U * d > •/ >f ) - 3 - 
(2-^dd-4-7;U^-07x — T i J ) 7? ij b - 
f* 3 . OOgON, N-^f;^AA7i K»»15ml 

^&B* y 7 2» 1 . 0 3g£iO*.££-C9 0#|18&#L*:o 

*if-;Ujc--r*Tife^ 2 . 7 4 g ©iEft^i^Hfc,, 
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St * : 2 2 0 °C 
'HNMR (CDC 1.) 5 ; 

1. 40 (t, J=7Hz, 3H), 4. 39 (q, 
J=7Hz, 2H), 6. 54 (dd, J=6Hz, 
1 1 H z . 1H), 7. 46 (dd, J = 3Hz, 
7Hz, 1H), 7. 56 (dd, J = 5 H z , 9Hz, 
1H), 7. 50-7. 64 (m, 2H), 8. 25 
-8. 3 8 ( m , 1H), 8. 34 (s, 1H) 
C # % #J 4 ) 

7-^dd-1- (4-^dd-2-7^*p 
7x-;u) - 6- 7;u*o-l f 4--;t Fo-4-t + 
7 - 1 , 8 - t 7f'J P > - 3 U- h : 

4 - ? dp - 2 - 7/P*PT-V > £ ffl ^ /c (3 rfMi # # 

: Mfeft* 
1.6 : 2 1 6 - 2 1 8 t 
'HNMR (CDC 1,) 6 ; 

1. 41 (t. J = 7 H z . 3H). 4. 40 (q, 
J = 7 H z , 2H), 7. 34-7. 45 (m, 3H) 
8. 47 (d, J = 9 H z , 1H), 8. 55 (s, 
1 H ) 
C###J 5 ) 

if 7-?DD-6-7;i/;tn - l - (4-7 Jl it 
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4 - 7AtD-2-^f^7-'J > £ ffl <^ 13 li # % 
tt« : 

lift £ : 1 9 9 - 2 0 0 t 
'HNMR (CDClj) 5; 

1. 40 (t, J=7Hz, 3H), 2. 06 (s, 
3H), 4. 41 (q, J=7Hz, 2H), 7. 
05-7. 17 (m. 2H), 7. 23 (d. J= 
5Hz, 1H), 8. 48 (d. J = 7Hz. 1H), 
8 . 5 1 ( s , 1 H ) 

immm 1 ) 

x f- y|/ 7-^dd-1- (2. 4-i?7**D-5- 

— h n 7 x — ;U) -'6 - 7^to - ], 4 - ^ t K n - 4 

- * * V - 1 , 8 - * 7 f- 'J 5* > - 3 - * ;U # * •> !✓ - h : 
x f- ;l/ 7 - ? d o - 1 - (2, 4-v?7A*D7xi 

^ ) - 6- 7;l/to-4-**y-l, 4-vtKn-l, 
8-f7f'JjJ>-3-*^*'*->U-h2. 00 g^8ml 

ft £ ^ 7 S it > oi>Tl 5 0m 1 O^nDtw^i 1 0 0m 1 
^BItt#8*ftL, * . n D+wUA^^^7KeSi®?'7^'^ -> 7 
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oT. 2. 0 8 g<D<£IEfl: /- 0 

iii : 2 5 6 - 2 5 7 t 
'HNMR (CDC1J 5; 

1- 41 (t, J=7Hz. 3H) , 4. 42 (d, 
J = 7 H z . 1H), 7. 37 (t, J = 9 H z , 
1 H) , 8. 35 (t, J = 7Hz, 1H), 8. 
4 9 (d. J = 7H z. 1 H) , 8. 5 4 (s, 1 H) 

c m m w 2 ) 

7-^pd-6-7;U^-p-i - (2, 4 - 7 ;U * p 
-5-~hP7i-;P) -1, 4-n FdH-**v 
-1. 8-t7f iJ-/>-3-*;^'>H: 

7-^dd-I - (2, 4 - 7 ;U * n 7 x - ;u ) - 6 
-7;l/*n-4-:**V-l, 4 - h K d - 1 . 8 - 
7 * 'J x > - 3 - # >® 6 . 0 g^2 5m 1 
K in > ft # T ttt # L 4* ft £ 5 . 0 g Oto&fj i) q % & 
*roflD*fc 0 i*i:igS$llf 8 0tt2Btigj|#U:, 
tt&U, 2 0 0 g 0**KjDA-!fttt* L/: 8 «f Hi * it 
M , MB 7jc, x ^ y - ;u N H V/DfM-f^Tft-, 
/c © ® & L , 6. 4 gCSEft^ft^ftfc, 
: 

HL& : 2 6 2 - 2 6 5 t ( # «? ) 
.'HNMR (CDC 1,) 6 ; 

8. 15 (t, J=llHz, 1H), 8. 79 (d. 

J = 7 H z , 1H). 8. 86 (t, J=8Hz, 



WO 96/23775 



33 



PCT/JP96/00152 



1 H) . 9. 17 (s, 1H) 

c m m m 3 ) 

1- (2, 4-v7;i/*o-5--ho7x-;l/) - 6, 
7 - 7 ;l/ * n - l , 4 - 5? t K d - 4 - t + v - ^ ; y 

1- (2. 4 - 7 -/I/ * n 7 x - ^ ) - 6, 7 - 7 ;U 
* d - 1 , 4 - t K d - 4 - t + V - + y ij > - 3 - * 
yl, > ®? 4 g ^ ®? 4 Om 1 K J&D ;L , 58 & # U n3. 

**lctttf-fttt»Lfc. ft at LfcB**** * % x 

*/-;K ';if;n-HTftHfc, 4. 2g©^f2 
ft £ to * fc o 

: 

IK .6 : > 2 7 0 t 
'HNMR (CDC 1 , ) 6 ; 

7. 70 (dd, J=6H 2 , 1 2 H z . 1 H ) . 
8 • 21 < t . J = llHz, 1H), 8. 36 (t, 
J = 9 H z , 1H), 8. 93 ( t . J = 8 H z , 
1H), 9. 10 ( s . 1H) 

c m to m 4 ) 

Jl> 1- (2, 4-v'7;l>*o-5-^hu7 x ^ 
^ ) - 6, 7 - 7 /U * d - 1 , 4-ytFo-4-^ 

1- (2, 4-5?7yU*o-5--hD7x-;U) - 6, 
7 - 7 ;P * d - l , 4 - t FD-4-t + v- + ;>j 
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> - 3 - ij Jl<* 4. 2g£v?oDi*>40ml 

ic in * ^ * ft T\ 7 g£«TLfc 0 » T & 

££T 2B$PigiK#Lfc 0 dOfcjfc&Kx* y -,n 5ml 

aEKA*y-;Hfrj0;i % @ ft £ At & L ^ v> x ;l, x - f- ;U 
Tlft^ft^l/:. 3. 7 g 0«Kfl:£1&*ft*: o 

IK * : 1 6 5 - 1 7 3 «C 
'HNMR ( d 6 - D M S 0 ) 5 ; 

2. 74 (t, J = 7 H z , 3H), 4. 37 (q, 
J = 7Hz, 2H), 7. 47 (dd, J = 10Hz, 
1 1 H z . 1 H) , 8 . 11-8. 24 (m, 2 H) , 
8. 72 (s, 1H), 8. 93 (t, J=9Hz. 
1 H) 

I n m ffl 5 ] 

1- (2, 4-J?7AtD-5-iFD7i-A) - 6, 
7 , 8 - MJ7^to-l, 4 - t h'D-4-t+V- 

1- (2, 4 - 5* 7 ;u * d 7 x — ;U ) - 6. 7, 8-h 
U 7 ;u * o - l , 4 - t K d - 4 - t + y - + ; D > - 
3 - * ;u > » l . 7g£»fiH«l0mlKiD;Ui)|»*7 
U -7 i» 1 . 5g*^L-iojDA, 6 Ott- ?fc ft] & fll J$ L 
*: . & ft & , * tK IC a £ - % ft # L o «fffiL/:a#*» 
tt, 7j< ^ x ? y - ;K ■/xf;U-f;Kj|f lt 0 1 . 
7 g © fil 12 it & *fo £ ft tz o 
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2 4 5 - 2 5 5 t 
'HNMR (d,-DMSO) 5 ; 

8. 17 (t, J = 10Hz, 1H). 8. 26 (t, 
J = 9 H z , 1H), 8. 97 (s. 1H), 9. 
00 (t. J=8Hz, 1H) 

( ft m m 6 ) 

-x ^ ;u 1- (2, 4-'Jyjitn-5--huy^- 
- 6, 7, 8 - F 'J 7 t d - 1 , 4 - i? k K p - 4 
■t^v- + ; 'J > - 3 - 77 1/ - f> : 

1- (2, 4 - 7 ;U * d - 5 - - h p 7 x ^ ;u ) - 6, 
7, 8- MJ7;l^tD-l, 4-5?kKn-4-5j-*y- 
* y 'J > - 3 - 77 ;u > $ £ ffl ^ {j ^ I* n jfij #J 4 <t m m 

«= l t m is f t ^ m £ ® tz o 

: &fe#5ft 
ii* : 2 1 0 - 2 1 7 t 
'HNMR (d 6 -DMSO) 6 ; 

1. 27 (t. J=7Hz. 3H), 4. 26 (q, 
J=7Hz, 2H), 8. 07 (t, J=llHz. 
1H), 8. 16 (t, J=10Hz, 1H). 8. 
64 (s, 1H). 9. 00 (t. J = 8 H z , 1H) 

c m m m i ) 

+ 7-1- (2. 3, 4-MJ7;l/tD-5-;FD7i 
-AO -1, 8-^7^«;5?>-3-*^#>|t: 
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7-^00-6-7^^-0-1, 4-vbKo-4-^- 
* V - 1 - (2, 3, 4-h'J7>'U^-a7x-;U) -1, 
8 - * 7 f- 'J ^>-3-*Jl/t;>S8 9 Omg £ Sfifiilfc 10ml 
IC flD * > JiK* 'J 7 3 Omg^^l^oiD^.^ 1ST 

5 2HW«*Lfc. ****** Ktt*-**#^fcotfW 

7K> x*y-;K v x ^ ji x - r ^ T 

2fc # L 0 8 6 o mgoiieft^i^ifco 

& djf : 2 1 6 - 2 2 1 ^C 
io 'HNMR (d»-DMSO) 6 ; 

8. 72-8. 84 (m, 2H). 9. 11 (s. 
1 H ) 

c m m m s ) 

x f- )V 7-?oo-6-7 ^to - 1 , 4-vtKo 
is -4-** 7-1- (2, 3, 4 - Pi7ibto-5-- 
ho7x-7U) -1, 8 - * 7 f- U 5> > - 3 - ;U # * •> 
U - h : 

7-?oo-6-7 ;U * a - 1 , 4 - v t K d - 4 - * 
+ 7-1- (2, 3, 4-h'J7;U^o-5--ho7x 
20 x ;U ) -1, 8 - t7f 'J - 3 -^;l/^>t*ffit^ 
15 * t* H ffi #J 4 iiii:U^iSf^ti*#fco 
'HNMR (CDC 1 3 ) 6 ; 

1. 41 (t, J=7Hz, 3H). 4. 42 (q. 
J = 7Hz. 2H), 8. 18-8. 26 (m, 1H). 
25 8.59(d,J = 8Hz,lH),8.54(s, 
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1 H) 

c n m m 9 ) 

6, 7-i?7JU*a-l, 4-yb + 
1- ( 2 . 3, 4-hV7/U^-D-5-^hD7x-;l/) 
-*>y'J>-3-*;l/**;/K: 

6, 7-i?7JU*a-l, Fo-4-t+y- 
1- (2, 3, 4 - |> >J 7A*D7ii;l/) - + 
3 - * 71/ > U 8 3 Omg^glil Om 1 K Jo *. , ffi £ 
* lj ^^7 1 Omg^^L^oix., l o 0tT3 H fflffi 

7 0 Omg0||ef^|^fc o 

ltt£ : > 2 1 5 |? ) 

'HNMR (d 6 -DMSO) S ; 

7. 76 (dd, J = 6 H z . 1 1 H 2 . 1H). 

8. 37 (t, J=9Hz. 1H), 8. 85 (t, 
J = 6 H z . 1H), 9. 07 (s, 1H) 

c n ife 00 i o ) 

x^/U 6. 7 - v 7 ;U * d - 1 , 4 - k K d - 4 - 
* * V - 1 - (2. 3, 4-h»J7;U^a-5--hD7 

6 . 7-->'7^tD - 1, 4 — v b h'n-4-t+V- 
1- (2. 3. 4-hU7;l/*D-5-xt*Q7iX;i,) 

- * j v > - z - * & x > & % m ^ tz m \tmmm 4 t m 



WO 96/23775 



38 



PCT/JP96/00152 



: 

: 1 0 6 - 1 1 5t 
'HNMR (CDC ],) 6 ; 

1. 27 (t, J=7Hz, 3H). 4. 24 (q, 
J=7Hz, 2H). 7. 53 (dd, J=6Hz, 
11Hz, 1H), 8. 16 (t, J = 1 0 H z , 
1H), 8. 69 (s. 1H), 8. 83 (t. J 
= 8 H z . 1 H ) 

c m m m 1 n 

4 - v fc K o 

-4-** 7-1- (2, 4, 6 - MJ 7i^o- 3 - ^ 
|>D7x-;U) -1, 8 - * 7 * 'J > - 3 - # ;l/ *" * •> 
b - h : 

x f- ^ 7-*od-6-"7/U*-d-1, 4-vtKo 
-4-*+y-l - (2, 4, 6-hU7yU^D7x-7U) 
- 1 , 8-t7f'J v > - 3 - * ;U ** + ■> 1/ - h £ m^tz 
12 (i H it m 1 i ft 41 C t T ft IE it & % £ m tz o 

: ftfeft* 
i.^ : 1 7 7 - 1 8 4 t 
'HNMR (CDC 1.) d ; 

1. 42 (t, J = 7 H z , 3H), 4. 43 (q. 

J=7Hz, 2H). 7. 24 (t, J=llHz, 

2H), 8. 49 (s. 1H). 8. 50 (d, J= 

1 0 H z , 1 H ) 
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c n m m 1 2 ] 

xf-yu 7-^do-1- (2-^DD-4-7;PtD 
-5-^ho7x — JU) - 6 - 7;Pto - 1 , 

U - h : 

7-^dd-I - (2-^no-4-7^^-o 
7 x - ;l/ ) - 6 - 7 ^ t □ - 1 , 4 - n Fd-4 - t + 

Si .6 : 2 3 7 - 2 4 2 t ( # 8? ) 
'HNMR (CDC1,) 5; 

1 • 41 < t , J = 7Hz, 3H), 4. 40 (q. 

J = 7Hz, 2H), 7. 62 (d. J = 1 0 H z , 

1H). 8. 19 (d, J=8Hz. 1H), 8. 

50 (d, J=8Hz, 1H), 8. 55 (s, 1H) 
( H ft 0J 1 3 ) 

x ^ ^ 1- (2 - ^ dd - 4 - 7;l/t d - 5 - ~ h n 
7 x - ;u ) - 6, 7 - 7 ;U * o - l , 4 - t K o - 4 
- * * 7 * y »J>-3-*7;l/*-*i/u - j. : 

x f- ^ 1- (2-^dd-4-7;u^-o7x^;|/) - 
6. 7-v7;i/^-n-i, 4-ni>'D-4-t*y + ; 
V > - 3 - # ;b *' * > 1/ - h £ ffi i^fz 13 (i m| 0j 1 i 
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M * : 2 1 6 - 2 1 9 
'HNMR (CDC 1,) 6 ; 

1. 41 (t, J = 7 H z . 3H). 4. 40 (q, 
J=7Hz, 2H), 6. 53 (dd. J = 6 H z . 
12Hz, 1H), 7. 77 (d, J=llHz, 
1H), 8. 32 (s, 1H), 8. 26-8. 35 
(m. 1H), 8. 40 (d, J=7Hz, 1H) 

tnnmi *) 

7 - ? d □ - l - (4-?dd-2-7;U*d 
-5- — hP7x — ;P) - 6- 7Jl*v - 1, 4 - •>' h K 
o-4-**y-l, 8 - t 7 f J 'J > - 3 - Jj Jltf * •> 
Is - b : 

^ * )l> 7-^dd-1- (4-?on-2-7;U*o 
V - 1 , 8 - 7 f- U > - 3 - i] JV # 4- •> 1/ - h £ ffi t> 

fcs^i^*flli <fc ratHtw LT<1 left 

MM : 2 1 9 - 2 2 1 °C 
'HNMR (CDC 1, ) 6 ; 

1. 41 (t, J=7Hz, 3H), 4. 40 (q, 
J = 7Hz. 2H). 7. 62 (d. J = 10Hz. 
1H), 8. 19 (d. J=8Hz, 1H), 8. 
50 (d, J=8Hz. 1 H) , 8. 55 ( s . 1H) 

mmm i 5 ) 

if-JP 7-^do-6-7;U^-d-1- (4-7 ft* 
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D-2-^f;l/-5-; hD7i-;l/) - l , 4 - v t K 
o - 4 - * * 7 - 1 , 8-t7f ijy>-3-*^iK*i/ 
U - h : 

7-?dd-6-7;1/*d-i - ( 4 - 7 ;u * 
D-2-yf-;l/7x-;U) -1, 4-i?k 
V - 1 . 8-t7f'Ji;>-3-*^jK+j/i / -^ ffll , 

: 2 1 5 - 2 1 6^C 
'HNMR (CDC 1.) <5 ; 

1- 41 ( t . J = 7Hz. 3H). 2. 19 (s. 
1H), 4. 43 (q, J=7Hz, 2H), 7. 
41 (d. J = 8 H z . 1H), 8. 11 (d. J 
=7Hz, 1H), 8. 50 (s. 1H). 8. 52 
(d. J = 8 H z , 1H) 



C H ffi #J 1 6 ] 






ifwl, 1 - < 3 - 7 5 / - 4 , 


6-v7;l/^-D7x 




;U ) - 7- ^pd-6-7;U^-p- 


1 , 4 - v t K 0 - 


4 


- * * 7 - 1 , 8 - ^ 7 f "J 5? > - g 


1 - f) )l 4- •> U - h 




x^;U 7-?do-6-7;1/* 


a - 1 - ( 2 . 4 - 




7;I/^-d-5-^Hd7x — ;|/) - 


1 . 4 - s; b K d - 


4 


- * * 7 - 1 , 8 - t 7 f J ^> - 


3 - ft Jl/ 4- •> u - 




3. 0g£280mg<D10%/N°7 


5> * A £ £ 




50ml®y^Day^>^ 30ml 


® i * / - ;K 2m 


I 


©6£&0£#j;:jD;t£gT — Bfc 7JC i 


^ #D L t 0 t° U 5? 


> 
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2m 1 ^jD^TSETCg^Lfco 8 AS K 8 0 m 1 <D ? a 
□ *;ua n 10mlO^®7}c*jDx.T^^L> ^ d d * ;b 

i:8ml©x^y-;^jD^xiSi:J5:li, tff * 

1 . 9 5 g 0«IEfl:£tt*l»fco 

life*: 2 0 8 - 2 1 Ot 
'HNMR (d 6 -DMSO) 5 ; 

1. 27 (t, J=7Hz, 3H), 4. 24 (q, 
J = 7 H z . 2 H) . 7. 11 (t. J=8Hz, 
1H), 7. 47 (t, J = 10Hz, 1H), 8. 
53 (d. J = 8 H z . 1H), 8. 71 (s, 1H) 
C % m Wi 1 7 ] 

1- ( 3 - 7 $ / - 4 . 6 - ^ 7 ;U * o 7 x x ;U ) - 7 
-^DD-6-7;l/tD-l, 4 - v t K o - 4 - * * y 

x f- ;u 1- (3-7;/-4, 6--/7A*P7i- 
) - 7- ^PD-6-7;t/^-D-l, 4 - n F □ - 4 

- * * y - 1 , 8-t7f ij^>-3-*;^>h - h 

0. 6gK3£££»-ft»igtt4ml*iiD;U 2 1$ H ft] 
it * L o 3ml©&9 7jc£ft|;tT5#|fflSflSLl / fc8 N 

*frai^£jg[&L.i*/-;i/T'z$fcoT.O. 5 4 g o If is 

it it £ n tz o 
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M .6 : > 2 7 0 t 
'HNMR (d 6 -DMSO) 6 ; 

5. 46 (s, 2H). 7. 00 (t. J=8Hz, 
1H), 7. 43 (t. J = 10Hz, 1H). 8. 
76 (d, J = 8Hz, 1H) , 8. 97 (s. 1H) 

c n m m i 8 ) 

* * * 1- (3-7U-4, 6-v^7;l/^-D7x- 
^ ) - 6, 7-j;7*jj-D-l, 

1- (2, 4-y7^tD-5-if<D7ii 
* > - 6, 7 - 5* 7 * * o - 1 . 4-?tKD-4-* + 
v- + y >- 3 u- h 3. 7g^g|60ml 

KfctfL, 1 0 96/<5 y * 4 0 0 m g £ * fc 0 * 

L> tttt*KE*JgL*:. 

& ft) *. * Ift^iSK -/if ;l/i-f;Ki5fe^L/; 0 2. 
9 g (D|!2ft^ft^/: c 

»^ : 1 9 8 - 2 0 5 t 

'HNMR (d,-DMSO) 8 ; 

1. 28 (t. J = 7Hz. 3H), 4. 23 (q, 
J=7Hz, 2H). 5. 52 (s. 2H), 7. 
01 (t, J=9Hz. 1H). 7. 19 (dd, 
J = 6 H z , 10Hz, 1H). 8. 14 (t, J 
=9Hz. 1H), 8. 54 (s, 1H) 



WO 96/23775 



44 



PCT/JP96/00152 



c m m m 1 9 ] 

1- ( 3 - 7 • y - 4 . 6-y7;KP7i_^) - 6, 
7-i?7Atn-l, 4-nFD-4-t*y- + yij 
> - 3 - ii * sJC > Wt : 

if-* 1- ( 3 - 7 S y - 4 , 6-^7;U*o7x- 
* ) - 6, 7 - 7 * * d - l , <-yt Fn-4-t + 
7 - * y 'J > - 3 U - h 1 g £ gfc ® 8 m 1 , 

i&m 2 m 1 (r Ja , - Hfc flo & g flit U 0 & & & , £ tfc i& £ 
$ EE 2g US L ^ 88 £ II x * y - jl, £-}jq 7L , @ ft £ ill © L > v 

/Co 

Ht MS : > 2 7 0 X 
'HNMR ( d 6 - D M S 0 ) 6 ; 

7. 14 (t, J = 9Hz. 1H), 7. 47 (dd, 
J = 6 H z , 10Hz, 1H), 7. 54 (t, J 
= 10Hz, 1H), 8 . 3 4 ( t . J = 10Hz, 
1H). 8. 89 (s, 1H) 

tnrnm 2 o ) 

if* 1- ( 3 - 7 5 y - 4 . 6 - v 7 * * d 7 * x 
* ) - 6, 7, 8-MJ 7**0-1, 4 - t F □ - 4 
- * * 7 - * y 'J > - 3 - yl/ *' * u - h : 

if-* 1- (2. 4-v7*^D-5-^hD7 x ^ 
* ) - 6 , 7 . 8-MJ7**o-l, 4 - •>* b K o - 4 
-^+7- + ; 'J/-3-^;^:+yl/-F2. 2 g £ y 
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K » * L , 1 0%/N c 7i;^A^f 2 0 Omg^liD^/; e 7 J( 

t?iiiT> %u-c-mmw Ltz 0 s > r ? > ? < ju? - 
i 2 g ©anett£to*fffc 0 

tt« : 

14 * : 1 8 7 - 1 9 6 1 
'HNMR (de-DMSO) <5 ; 

1. 28 (t. J = 7 H z . 3H). 4 . 22 (q, 
J=7Hz. 2H), 5. 49 (s. 2H), 7. 
11 (t, J = 8 H z , 1H). 7. 42 (t. J 
= 1 0 H z , 1H). 8. 05 (t. J=10Hz. 
1H),8.46( S ,1H) 

1- (3-7; y-4, 6 - s; 7 ;U ^ o 7 x - ;l/ ) - 6, 
7, 8-MJ7^tD-l, 4-nN-4-t + v- 

* * * 1- ( 3 - 7 5 V - 4 , 6-y 7 ;^D7ii 
^ ) - 6, 7, 8-MJ7;U*d-1, 4 - y t K n - 4 
- * * 7 - * y V > - 3 - # Jl> * * •> !✓ - h * ffl ^ k {i ^ 

tttt : ftfitt^ 

It*: 2 5 6 - 2 6 It 
'HNMR (d.-DMSO) 5 ; 
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7. 15-7. 30 (m. 1H) , 7. 49 (t, 
J = 10Hz, 1H). 8. 25 (t. J = 8Hz, 
1H) , 8. 77 (s, 1H) 

( g m m 2 2 ] 

if-* l-(3-7$/-4,5,6-Mj7*;fD 
7 x — * ) - 7- ?dd-6-7/I/*d-i, 4 - fc K 
n-4-**y-l, 8 - ^- 7 ^ U y > - 3 - * ;u *' * •> 
U - h : 

xf-;U 7-^DD-6-7;U^n-l, 4-vtKo 
-4-**y-l- (2, 3, 4 - MJ7;btD-5-- 
h n 7 x x ;u ) -1, 8-t7f'jy>-3-^^;*i/ 
^n80mg^^-ib5ml, ftgf l 0 m 1 eg 
8?L, 1 0 % /* 7 v? 9 8 0 m g £in*. 0 * 31 g ffl 

ISt-!|j|^Lfc 0 >>7'-7>7^^^--etej^ 
£zi£L, attt*«E»ttLfe. 8$ it K x * y - ;u £ ftj * % 
@f*£$ffiLs *x*;Ux-f;l/?8fcfrLfc 0 2 0 0mg 

i* : 1 6 5 - 1 7 4 t (^i) 
'HNMR (d 6 -DMSO) <5 ; 

1. 29 (t, J=7Hz, 3H), 4. 26 (q, 
J=7Hz, 2H), 5. 82 (s, 2H), 8. 
55 (d, J - 8 H z . 1 H ) . 8. 75 (s. 1H) 

c si m m 2 3 ] 

1- ( 3 - 7 $ / - 4 . 5, 6 - F'J7;btD7i_;l/) 
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-7-^dd - 6-7*tD - 1, 4-vtKD-4-^- 

x ?• ,H - (3-7W-4, 5. 6-MJ7HD7 
X ^;U) - 7- ^PD-6-7;b^-D-l, 4 - h K d 
- 4 - * * 7 - 1 , 8-7-7f >J^-3-*A*>i/i/- 
F 6 0 0 mg^^y-;i,30ml,ft8tl0niU v ? 
DDX^>30mli:^U 1 0%^7^AMl OOmg 

> 7 -f - L /c 0 & ft 

<C ^ 4 m 1 „ Slim l £ j&Q * N i o 0 t T — Bfc #Q f& $ 
# L /; e £tfc&£$cE£*&L^ » «E K x f- ;U x - ;|, £ 
Jn** @tt£&IfcL, JJifAi-fAT^Lfc, l 6 Omg 

St £ : > 2 4 2 t ( # |? ) 
'HNMR (d.-DMSO) 6 ; 

6. 87 (t, J=5Hz, 1H), 7. 76 (d, 
J=8Hz, 1H), 9. 02 (s. 1H) 

i^mm 2 4 ) 

* * * l-(3-7W-4, 5, 6-Mj 7 AtD 
7 x - ;U ) " 6 . 7-y7/PtD - 1, 4 - v t K d - 4 
- * * 7 - * j i> > - 3 - ij ji # + j, u _ h . 

x f- ;U 6, 7-J?7AtD - 1, 4-vtKo-4- 
* * 7 - 1 - (2. 3, 4-Mj7;U*o-5-xhD7 
x - *^y>-3-*;UiK*->l/-h280iiia* 
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x^y-;Ul 0 m 1 N ft H 5 m 1 ^ v?Dox*>5ml 
K » » L . 1 0«A'7^A^f 3 Omg*Jll^/; e * ^| 

fln*.> @ft£fltfl!l yxf ;l/x-f Jl/T|^t/; 0 2 0 0mg 

BjS : 1 1 6-1 24t 
'HNMR (d.-DMSO) 6 ; 

1. 27 (t, J=7Hz. 3H), 4. 22 (q, 

J=7Hz. 2H), 5. 85 (s, 2H), 6. 

83 (t, J=8Hz, 1H), 7. 42 (dd. 

J = 6 H z . 1 2 H z , 1H), 8. 13 (t, J 

=10Hz, 1H), 8. 60 (s. 1H) 

t n m m 2 5 ) 

1- ( 3 - 7 > / - 4 , 5. 6 - MJ7AtD7i-;l/) 
-6, 7 - 7 ;u * p - 1 , 4-yt Fo-4-t+V- 
*y»j>-3-*7;l/*'>&: 

x f- yu 1- (3-7;/-4, 5, 6-MJ7^to 
7 ± - Jl) - 6 , 7-^7**0-1, 4 - ^ t K d - 4 
- * + V - * J y > - 3 - ij ;U * + > U - h £ ffl ^ fc « 
« ^ Ifi 2 3£PI#ICl,T«efl:£4&*f|fc 0 

Mfe^:>2 11 c C(£jR) 
'HNMR (d,-DMSO) 5 ; 
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5. 91 (brs, 2H), 6. 86 (t, J=7Hz. 
1H), 7. 68 (dd. J = 7 H z , 11Hz, 
1H), 8. 34 (t, J=9Hz, 1H), 8. 
9 4 ( s , 1 H ) 

cmmm 2 6 3 

x f - A, 1- (3-757-2, 4. 6 - b 'J 7 JU it u 
7 j. - ju) - 7- ?dd-6-7;U*o-i, 4-i?tK 
n-4-**y-l, 8-t7f'J^-3-^^>-> 
1/ - h : 

* * ^ 1- (2, 4, 6-MJ7^tD-3-^D 
7x^;l/) - 7 - ^ DD - 6 - 7^tD - 1 , 4 - t K 

D -4-**y-l, 8-t7f 'jy>-3-^ ! |{ + .> 
\s- h * Jl I**: 13 *li Jtlftfll 6 i ^^{C L TftEft** 

'HNMR (CDC l a ) 6 ; 

1.40(t,J=7Hz,3H),4.40(q, 
J = 7 H z , 2H), 6. 83-7. 04 (br, 
2H), 7. 22-7. 35 (m. 1 H) . 8 . 4 8 
(d. J = 8Hz, 1H), 8. 50 (s, 1H) 

immm 2 73 

1- (3-757-2, 4, 6-MJ7;^D7i_;H 
-7-^Do-6-7;Pto-i, <-n 
* y - 1 , 8 - * 7 * y > - 3 - 77 ;u * > g : 

lH 1 " (3-75 7 - 2 . 4. 6-Mj 7 ^D 
7x^;i/) - 7- ^on-6-7;U^-D-l, 4-^hK 
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0-4-** y-l, 8-t7f'J-;>-3-*;U>y 

: &3tfe#* 
14*: 2 2 2 - 2 2 8 t 
'HNMR (d,-DMSO) 5 ; 

7. 44 (t, J=llHz, 1H), 8. 77 (d, 
J = 8 H z , 1H), 9. 21 (s. 1H) 

tnmm 2 8 3 

i-* )V 1 - (3-7W-6-?dd-4-7;U*o 
7 x — ;U ) -7-?dd-6-7;U*d-1, 4 - 5? t K 

U - b : 

x ^ ^ 1- (6-^OD-4-7;l/tD-3-zhD 
7xi;P) -7-^DD-6-7Ato-l, 4-vtK 
n-4-**y-l, 8-*7*U5?>-3-j&;U***S/ 
^ - ■ h * ffll^fc S ^ttHH« 1 6 i L T*§Efl:£$ 

IB j& : 2 0 6 - 2 0 8 t 
'HNMR (CDC 1 , ) 6 ; 

1 • 4 1 (t, J = 7Hz, 3H). 4. 40 (q, 
J = 7Hz. 2H). 6. 86 (d, J=8Hz, 
1H), 7. 26 (d, J=llHz. 1H). 8. 
48 (d, J = 8 H z , 1H), 8. 49 (s. 1H) 
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c m m m 2 9 ) 

1- ( 3 - 7 ; y - 6 - ? □ d - 4 - 7;bt n 7 i - 

-7-^DD-6-7;PtD-l, 4 - y t F D - 4 - t 
+ 7-1. 8-*!7f-yy>-3-#7l,#>8: 

^ * ^ 1- (3-7;;-6-?dd-4-7A*d 
7 1 - ;l/ ) - 7- ^nD-6-7yPtD-l, 4 - 5> fc K 
o-4-**v-l. 8-t7f ijy>-3-*A# + j, 

tt« : 

It*: 2 6 5 - 2 6 7 t 
'HNMR (d 6 -DMSO) 6 ; 

5 . 8 1 ( s , 2 H) . 7 . 0 7 (d, J = 8 H z , 
1 H) , 7. 5 2 (d, J = 1 1 H z, 1 H ) , 8. 7 6 
(d, J=7Hz, 1H), 8. 93 (s, 1H) 

c n m m 3 o ) 

* ^ ^ 1- (3-7W-6-^o-4^7*tD 
7x-;lO - 6, 7 - * 7 ;U * o - i , 4 - s; b K d - 4 

* * 1- (6-^ D n-4-7^tn-3-- Fd 
7 x - ;U } "6. 7 - v 7 ;b * d - l , 4-vbh'D-4 

'HNMR (CDC1J 8 ; 

1 • 3 9 ( t . J = 7 H z , 3 H) , 4 . 3 8 ( q , 
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J=7Hz. 2H), 6. 65 (dd. J=5Hz, 
12Hz, 1H), 6. 91 (d. J = 9Hz. 1H), 
7. 31 (d, J = llHz, 1H), 8. 28 (q, 
J = 9Hz, 16Hz, 1H), 8. 35 (s, 1H) 

( m m m 3 n 

1- (3-7$y-6-?PP-4-7^J*-P7x — ;u) 

- 6 , 7 - y 7 /I/ * d - 1 , 4 - •/ t F d - 4 - t + 7 - 

x ?• ;U 1- (3-7$/-6-?pp-4-7JI>:*p 

7 x x ;U ) - 6, 7-v7;U*d-1, 4 - •/ t K □ - 4 

- * * 7 - * / U > - 3 - ii Jl ** 4=- •> U - h £ ffl l> fc 13 
t* H ffi W l 9 i PI # K L T ^ te 4t & m £ ft fc . 

BjS:> 2 7 0 1 
'HNMR (ds-DMSO) <5 ; 

5. 91 (brs. 1H), 7. 08 (d, J = 8 H z , 
1H), 7. 34 (dd, J=7Hz, 11Hz, 
1 H ) . 7 . 59 (d, J=12Hz. 1H), 8. 
35 (t. J=llHz, 1H), 8. 83 (s, 
1 H ) 
( m fft m 3 2) 

x jl 1- (3-7iy-4-?PP-6-7;U*P 
7x-;U) -7-?pp-6-7;1/*p-1, 4-vhK 
p-4-**7-1, 8 - 7 f- 'J > - 3 - *7 ;b * * •> 
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xf-;l/l - (4-^nD-6-7;l/^D-3--ho7 
i — ^ ) - 7- ^dd-6-7;U*d-1, 4 - 5? b K d 
- 4 - * * y - l , 8-^7f-yy>-3-*;i/**+i/i/- 

: ®M&®3Z 
ft* : 2 0 0 - 2 0 2 X; 
'HNMR (CDC la) 6 ; 

1. 40 (t. J = 7 H z . 3H), 4. 40 (q. 
J=7Hz. 2H), 6. 82 (d. J = 7Hz. 
1H). 7. 29 (d, J = 1 1 H z , 1H), 8. 
47 (d, J = 8Hz. 1H), 8. 55 (s, 1H) 

c m. m m 3 33 

1- (3-7;;-4-^dd-6-7;^D7i;/I/) 
- 7 - ^ do - 6 - d - 1 , 4-n 

+ y - 1 , 8-t7f ijy>-3-*;^>» : 

i f- l - (3-7$7-4-*dd-6--7^*d 
7 x - ;L/ ) - 7- ^BD-6-7yl/to-l, 4-vtK 
o-4-^+y-i, 8-t7f ijy>-3-*^#*j/ 
l" - h 1 . OOg^ftSlOra), ^;-;H0ml, 
•^DDx^20mli:i§»u mm 2 0 m 1 $ 
0*/«:75*«7Al&*l 3 2mg^jD^ x **»«T, 
L fc „ 7 v -> A^^^ y > 7 - 7 > 7 < )\y 9 - T 
i* « L 4 « tc 1 0 h 'J 9 A*Joi % ? p o * ^ 

ATaaiL/c 0 a*** 
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Hi £ : > 2 7 0 t 
'HNMR (de-DMSO) 6 ; 
s 5. 76 (br, 2H) ,7,03 (d, J = 9Hz, 

1H). 7. 57 (d, J = 1 0 H z , 1H), 8. 
78 (d, J=8Hz, 1H), 9. 00 (s, 1H) 
C^Jfe^J 3 4] 

i f- ;U 1- (3-7.W-4-7;PtD-2-yf^ 
io 7 x — ;U ) - 7- ^dd-6-7;u^-o-1, 4-vtK 
o-4-**y-l, 8-t7f'Ji;>-3-*;^'*y 
U - h : 

1- (4-7;^o-2-yf;i/-3-_|<D 
7 x - ;U ) - 7- ^dd-6-7;U^-d-1, 4 - •/ b K 
is o-4-**y-l t 8-t7f ij ^-3-r);^'+/ 

- * ffl ^ s n it « i 6 i ^ # \z l x n is it & m 

§4 .£ : 2 1 2 - 2 1 3 V 

20 'HNMR (CDC l s ) 5 ; 

1. 41 (t, J=7H2, 3H), 1. 91 (s, 

3H), 3.79-3. 96 (br, 2H). 4. 

40 (q. J=7Hz, 2H), 6. 70 (d, J 

= 8Hz, 1H). 7. 02 (d, J = 1 1 H z . 

25 1H) , 8. 50 (d, J =1 1Hz, 1H) , 8. 
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5 0 ( s , 1 H ) 

immm 3 5 ) 

1- (3-7;y-4-7 7l/to-2->f-/l/7x-7l/) 
-7-^ dd-6-7;^d-1, 4-xtKD-4-^- 
* V - 1 , 8 - + 7 * 'J V > - 3 - ij JU # > % : 

x *• ;u 1- (3-7;;-4-7;l/tD-2-yf;P 
7i-;U) - 7- ?DD-6-7^tD-l, 
o-4-**y-i, 8 - * 7 f- 'J > - 3 - * 7U * •> 

2 7 4 - 2 7 9 t 
'HNMR (de-DMSO) 6 ; 

1. 84 (s, 3H), 6. 95 (d, J=8Hz, 
1 H) , 7 . 19 ( d , J = 1 2Hz, 1 H) , 8 . 
7 5 (d. J = 8 H z , 1 H) , 8. 7 9 (s, 1 H) 
C H Jfe 0J 3 6 ) 

x * ;U 7 - * n □ - i - (2 , 4-';7*to-5-* 
*$*7$^7xi*) - 6 - 7 JV * a - 1 , 4 - v t K 

U - h : 

x ^ 7-?dd-6-7;U*p-i - (2, 4-v 
7;l/^- P -5-^hD7i^;U) - 4- ^-+ y _ 1 4 _ 
V t K d - l , 8-^7f-ij5?>-3-*^*'*->l/-h 
3. 5 g £ 2 8 0 m g © 1 0 % '* 5 i? Q l> £ £ $ IZ ^ 
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20mlO>>?Dpy*> > 1 0 m 1 © & & N 0. 3ml 
©S^@?©S^{wJn^mST 5 tifffl*m%ilJQ bfz 0 1. 2ml 
©fcTKftafcjDfcTgfiKlBfrlllttlll,, ft* ft & tt £!i L *: 

6 N x * y - ^ N ^ >r v y p h° x - -r ^ © JlUr ^ o T s 
2 . 6 5 g ©^Efb^^*^/Co 

: 

lift * : > 2 7 0 r 
'HNMR (d 6 -DMSO) 6 ; 

1. 28 (t, J = 7 H z , 3H). 4. 25 (q, 
J = 7Hz. 2H), 7. 77 (dd, J = 1 0 H z , 
11Hz. 1H), 8. 35 (s, 1H), 8. 45 
(t, J = 8 H z . 1H), 8. 54 (d, J=8Hz, 
1H), 8. 77 (s, 1H) 

7 - ? n □ - l - (2. 4 - v 7 ;U * o - 5 - * ;U = ;U 

7 $ y 7 x x ;U ) - 6 - 7 yl/ 1 d - 1 , 4 - •>* t K d - 4 
- * * 7 - 1 , 8-^-7^ 'J i?> - 3 - : 

1- (3-7» ;-4, 6 - 7 ;U * D 7 x x ;U ) - 7 
-^DP-6-7AtD-4-t+V-l, 4-vtKo 
-1. 8 - ^ 7 f- U5?>-3-*;U**>K465mg*lml 
©«KlC»frL, 0. 2 g ©^S^^iOX. T 6 0 °CV 1 
*IHtttt L/:. ttETicBlft L8ii: 2 m 1 oi^y - 

***t 6 o ■ct 2 ^iBitt^ufc. «faj«»*aia, x*y- 

^ x i?-f V7*n tf^x-f^©Jfii:ft,T, 4 5 0 m g © 
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m IE \t is m z n tz . 

BjS : > 2 7 Ot 
'HNMR (d,-DMSO) <5 ; 

3. 46 (brs, 1H), 7. 78 (dd, J= 
10Hz. 11Hz, 1H), 8. 35 (s, 1H), 
8. 50 (t, J = 8 H z . 1H). 8. 76 (d. 
J=8Hz, 1H). 9. 08 (s, 1H) 

c & to m 3 8 ) 

x * ;P 7-^pp-i - (2, 4-v7;l/*p-5- 
*/K;Mf^7;;7i-^) -6-7 71/jJ-d-i, 4 
-vtKp-4-^-^y-l, 8-*7f-'J-?>-3-*7 
iV * > U - h : 

x ^ ,u 7-^pp-i - (2, 4-->*7;u*p-5- 
* ^ $ ;p 7 $ y 7 x - ;u ) - 6- 7*tD - l, 4 - t 
Kd-4-**v-i. 8-r7f'jy>-3-*;^* 
^-F 5 0 0 mg* 5 0 0 mg©^|*ijn, 1. 5g 
©3-)fk>f;i/iifci:2. 5 m 1 © N , N-^^* 
^^7; R;H^50tTl^rHl^l/: o 4 0 m 1 © ? 
dp*, I, a, 15 0ml ©IS*^jD^T^ifi[Lf ii-f 

^^-^ucatfeLTatBL* x * / - ,K JJ >f y 7 D e 
^i-f^0li:z5fe,T, 4 5 5mg©;gfiE ft /- 0 

It* : 2 6 4 - 2 6 7 t 
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'HNMR (CDC 1 3 ) 6 ; 

1. 41 (t. J=7Hz, 3H), 3. 34 (s. 
3H).4.42(q.J=7Hz.2H),7. 
27 (t, J=10Hz, 1H), 7. 39 (t, 
J = 7 H z . 1H). 8. 35 (s. 1H). 8. 
49 (d, J = 7 H z , 1H), 8. 56 (s, 1H) 

x f- ;U 1 - ( 3 - t - 7' h * •> ij )V s. j\, t i J - 2 . 
4 - 7 * d 7 x — 7U ) - 7- ^dd-6-7;U^-q- 

1, 4--/b Fn-4-t+y-l, 8-^7f-Uy>- 

3 - */ ;U # 4- •> b - h : 

N - ( t - 7* h * •> * ;u »K - ;i/ ) - 2, 6-v7;l/*n 
-3-i^7-'J>2. 0g*20ml©y^y-;U4» > 

0. 2g©1 0 96 /<5*»7/»&**ffl^TSffl?3BIBl;flc 

mmtattzo t&mtn&i \,izoy^>^ m^^osso. 5mmoi 

/mlOxf-;U2- (2* 6' -v?DD-5-7;U:*n 
-^H^) - 3- xh + ->-7^';i/ - hifg^Lfc 
v ? d □ > ? > © & 2 Om ] KflP/tfco -©*§&£$£ 
T IZ zgftg USsrl K , 2. 5 gOi*^g* 'J ^Ai 1 Om l 
© N , N-y>f;l/iJ;;l/L7; h'^lD^ t 9 0 3 0 ^ 
tt^Lfco 10 0mI(D^Dotwl/A<!: 4 0 0 ml 

©&gzk£S0;iT#& N o^T^DDtwUAl^-, 4 0 0m 1 
®m%7kT 2®m&Ltz'&, &7Rffi&7 ^ * •> 7 
^METtlS^t. 1 m 1 ©x^/-;U£](jn;LT;&lgLfco 
3^ iS £ 1 5 0 g © •> »J # y JB ^ T * d -7 M:: ft L ( 



WO 96/23775 



59 



PCT/JP96/D01S2 



1) ±£j£$lw#J£1-377:7x 3 >iO0#fffl$£x* 
J --'Hw^tfc iTfltflfc U 5 7 5 mg0«fift^tt*j|fc o 

IK* : 1 2 8 - 1 3 It 
'HNMR (CDC I,) 5 ; 

1. 40 (t. J=7H2, 3H), 1. 51 (s, 
9H), 4. 40 (q, J=7Hz, 2H), 6. 
11 (s. 1H). 7. 16 (t, J=llHz. 
1H), 7. 30 (t, J=7Hz, 1H), 8. 
4 8 (d, J = 7 H z , 1 H) , 8. 5 4 (s, 1 H) 

imrnm 4 o ) 

1- ( 3 - 7 $ y - 2 . 4-^7;l/*o7i^;U) - 7 

- 1 . 8 - ± 7 'J > - 3 - ij Jl> *' > m : 

x * ;U 1- (3-t-7'h + i/*;U+:^;uyi/-2, 
4-v7;l/*D7iJWlO -7-?pd-6-7;U*d- 
1. 4-n + 1, 8-^-7^Uv>- 

3 - # ;U *" * i/ 1/ - h 5 0 0 m g £ 8 m ] © 3 & £ ig ®? £ 
&&<!>mfolz1}Qz.T, 3. 5^F^^^jDfiS^L/Co 16ml 
®%%**1JQ^T 1 0ft®Mmm%LLtz<D%1&ftLtz o 80ml 
0 ? d p * ;l> A % lOmlOlS^^HiLT^^L, ? n 
^^i|*iffTi:g^L/; 0 ift * x. 9 J - A, \zft 
ft L T *« ffi L , x * y - ;U N * >f 7 7* d t? ;l, x - f- ,U © Jig 
Kft o T 2 9 5mg©«f2 ft 



W0 9d/23775 



60 



PCT/JP96/00I52 



t^: t£ • t& ^ 

gfc .6 : 2 4 4 - 2 4 8 1 (#8?) 
'HNMR (CDC1J d; 

4. 04 (s, 1H), 6. 64 (dt, J = 5Hz, 
8Hz. 1H), 7. 0 2 (ddd. J = 2Hz. 
8Hz, 10Hz, 1H), 8. 52 (d, J = 7 H z , 
1H), 8. 87 (s, 1H) 

c m m m 4 n 

1- (3-^>'/-r^7; y - 4, 6-v7;U*D7x 
- h ) - 7- ^DD-6-7;l/tD-l, 4 - x t F □ - 
4 - * * y - 1 , 8-t7f iJy>-3-^^'>|: 

1- (3-7;;-4, 6 - 7 ;U * n 7 x - ;U ) - 7 
-*Do-6-7/l/*n-4-jJ-*y-l, 4 - t K d 
-1, 8-t7f "jy>-3-*^t:>|3 10mg* 2 2 0 mg 
© & 7k $ B m Bfc <t t *> K 9 2 0 m g © N , N - > f- ;b * 
;UA7 = K II JO * * 7 0tT2^H^ 1 0 0 °C T 2 B# # 
fllJ^L/Co 5 0ml o d*;PA, 150mlO||g7jc 
£ JJ0 * T # $ L > ?DD*;UAl£&7jci3ii®vr*;'7A 

IC 6 m 1 © x ^ y - ^ £ #D 
* T fflt g L #r ill ^ £ &3S^ x * y - ;K -H V T^d t'Ax- 
x;U©JilcgfeoT, 1 8 4rag©iie{l:A!|^{|/ :o 

It*: 2 6 0 - 2 6 3 t 
'HNMR (d t -DMSO) <5 ; 

7. 53-7. 68 (m, 3H), 7. 80 (t, 
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J=10Hz, 1H), 7 . 98 (d, J = 8 H z , 
2H), 8.11 (t. J = 7 H z , 1H). 9. 
09(s.lH),10.40(s.lH) 

c n it m 4 2 ] 

x ^ 7 - ? d d - 1 - (2, 4-v7;U*d-5- 
- -rt' 75 / - 6- 7;p^-d-i, 4->?tK 

a - 4 - * * 7 - 1 , 8-t7f >Jy>-3-*;^>.> 
U - h : 

x * ,u 1- ( 5 - 7 5 y - 2 . 4-^7;bto7xi 
;U) - 7- ^dd-6-7;P^-d-4-**v-i, 4 - 
v t K p - 1 , 8-t7f'j^-3-^^>^-^ 
5 0 0 m g £ 1 00mgO37«**7'J>iit)i:x 1 0ml 
©1, 2-v?ddx*> x 5mlC^y-yK 0. 5ml 
ICjD;i> 0. 0 8 g(Dl 0«^7J?-7Ag* 
*«<r*T**SJDLfc (1 6*|fl|) 0 &fe&£$Slj Lfc®fc, 
«***ETK«liL, 3S2f « 5 0m 1 ©?od*^ak 

»T/.*i.^^ T «*««ffTi:iILfc. HlUOg 

© y * y ;u * « ^ t ^ d t n: ft u c » ai * > * □ □ * 

^ ) > ^ 12 ft £ %J £ 1 5 0 m g £ ^ 0 

Hi*: 2 2 6 - 2 3 It 
'HNMR (CDCIJ 5; 

1. 41 (t. J = 7Hz, 3 H) , 2. 89 (s, 
3H), 4. 41 (q, J=7Hz, 2H). 6. 
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64 (t. J=7Hz f 1H), 7. 02 (dd, 
J=9Hz, 11Hz. 1H), 8. 47 (d, J 
=7Hz. 1H), 8. 59 (s, 1H) 

tmmm 4 3 ) 

7-^dd-1- (2, 4-J?7^to-5->f /P7 
i y 7 x — ;U ) -6-7;U*d-1, 4-vtKD-4- 
t*V - 1, 8-^-7f-»J5?>-3-*;P>iC>|t: 

x^;U 7-^do-I - (2, 4-v7;U*d-5- 
>^^T^y-7x^;l/) - 6- 7Jl*n-4-*5-y- 
1 , 4 - •>* h K p - 1 . 8 - + 7 f- 'J v > - 3 - -h to * 
•>L/-hl50mg^lml©3 ( 1 : 

1. v / v ) iCflD*T. 2l*H0l#flDttiIjfcL*:. 5ml 

v -f V 7* d t° ;U x - x 0 Ji (C ft o X 7 0 m g oiteft-^ 

it*: 2 5 0 - 2 5 2 t 
'HNMR (d,-DMS0) 5 ; 

2. 6 9 (d, J = 5 H z, 3 H) , 5. 9 0 (b r s, 
1H), 7. 01 (t, J=8Hz, 1H), 7. 
46 (t, J=llHz, 1H), 8. 76 (d. 
J'=8Hz. 1H). 8. 99 (s. 1H) 

c % m m 4 4 ) 

x ^ ;U 1- (2, 4-y7;l/to-5-^;b7;; 
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7 j. — Jl) - 6 , 7-i/yjU*n-l, 4 - v t K d - 4 

- * * V - * J 'J > - 3 - ij Jl *' * •> b - I* : 

x^yU 1- ( 3 - 7 * y - 4 . 6-j>7J^D7ii 

^ ) - 6, 7 - ^ 7 ;!/ * d - 1 , 4-yfc 

V - * y U > - 3 - ij JU * •> U - h * m H fc 12 * ii H Jfi 0j 

: 

: 2 0 8 - 2 1 6 t 
'HNMR (d 6 -DMSO) 6 ; 

1. 28 (t. J=7Hz. 3H), 2. 72 (d, 
J=4Hz, 3H), 4. 23 (q, J = 7 H z , 
2H). 5. 94-6. 04 (m, 1H), 7. 04 
( t . J=8Hz, 1H), 7. 19 (dd, J = 
4Hz, 1 OHz, 1H) , 7. 52 (t, J = l OHz, 
1 H) , 8. 14 (t, J=10Hz, 1H), 8. 
5 5 ( s , 1 H ) 
( H ffli m 4 5 ) 

1- (2. 4-y7;l/tD-5-yf;l/7;y7i-;b) 
-6. 7-^7/I/^-d-I, 4-J?t Fn-4-t + v- 

x f- ;U 1- (2, 4--;7;^D-5->f;b7>; 
"7 x ) - 6, 7-i?7yl/tn - l, 4 - v fc K d - 4 
- * * V - * J ij >-3-**#*->l/ - h * ffl i% fc H * 
li^iSM 4 3 tH»i:LTfEft^**»fc. 
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M * : > 1 6 4 V ( # j# ) 
'HNMR (d 6 -DMSO) <5 ; 

2. 71 (s, 3 H) . 6 . 01 (brs. 1H). 
7. 05 (t, J = 8Hz, 1 H ) . 7. 39-7. 
51 (m, 1H), 7. 53 (t, J = 1 0 H z . 
1H), 8. 34 (t, J=9Hz, 1H). 8. 
9 0 ( s . 1 H ) 

c m m m 4 6 ] 

xf-;u 7 - ? □ n - 1 - (3-y^;P7W-4, 
6-y7;l/tD7i-^) -6-7Atn-l, 4-vt 
Fo-4 - t*V - 1, 8-t7f'Jv;>-3-*;l/*' + 
^ 1/ - h : 

x f - ;!/ 1- ( 3 - 7 $ y - 4 . 6-^7;U^-D7xX 
AO - 7- ^dd-6-7**d-4-**v-1, 4 - 
v t K o - l , 8 - * 7 f- «J y > - 3 - ;U # 4- •> u - h 
5 0 0 mg* 5 0 0 mgO3 7»*;i/7"J otitic, l Oml 
© 1 , 2-v^?ddx*> x 5ml(Z)^y-;K 0. 5ml 

©SfcS&©*g$ic2jn*.^ o. o 8 goi o^/^^nKi 

*fflt>T7jc^^UQL/: (6 4*|tU) 0 MiU * MM L iz <D *> * 
tttt : 

Si .6 : 1 5 8 - 1 6 3 t 
'HNMR (CDC 1 3 ) «5 ; 

1. 41 (t, J = 7 H z . 3H), 2. 88 (s. 
6H). 4. 41 (q, J=7Hz, 2H), 6. 
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85 ( t , J = 7Hz, 1 H) . 7. 04 (dd, 
J=9Hz, 12Hz, 1H). 8. 47 (d, J 
= 7 H z . 1H), 8. 57 (s, 1H) 

c m m m 4 i ) 

7-^dd-1- (3-^f^7;;-4, 6 - v 7 
^ t d - 7 x _ y|/ ) - 6- 7;l/*n-l, 4 - •>' t F □ - 
4 - * * 7 - 1 , 8-f 7f >Wt : 

^ Jfc #J 4 6 T f# /c jc ^ ;u 7 - ? □ o - 1 - 
^ T $ y - 4 . 6-v7;u^-D7x^;i/) - 6 - 7 ;u * 
□-4-** 7-1, 4-xk Fd-1, 8-^7^ y 5? 

<!: Sfc & O Zg & (1 : 1, v/v) IC flD * T , 2^mmnta 
SfcSflE L . tt?&LT«ETi:l<SL, flr IB <» * x * y - 
^ K # ft L T ft © L N x * y - ju , vt'd k'yu-j 
^©«i:ft o T 2 9 5 mg0iief^§^{|/ :o 

St .* : 2 4 4 - 2 4 7 0 °C 
'HNMR (d 6 -DMSO) 6 ; 

2 . 7 9 ( s , 6 H ) , 7 . 4 1 ( t . J = 8 H z , 
1H), 7. 57 (dd, J = 1 0 H z , 13Hz, 
1H), 8. 77 (d, J = 8 H z , 1H). 9. 
0 4 ( s . 1 HO 

t m 4 8 ) 

1- (3-7W-4, 6--^7;U^D7x-;U) - 7 
- [ ( 3 S ) - 3- Tiyt e D«;^>-i->f;u] _ 6 _ 
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y ju* u - 1 , 4-vbKo-4-;**y-i, 8 - i- 7 
* V ! J > - 3 - i3 frtf >Wl : 

1- (3-7;y-4, 6-^7^tD7iiA) - 7 
-^Dp-6~7;l/*D-4-**y-l t 4-vtKo 
s -1, 8-^7f'J-;>-3-^^;>Sl 3 0 Omg, 
(3S) - 3- 7;;ifD'Jy> 6 0 0 nig, h «j x ^ ;U 
7;>1 000mg£6500mg®N, N-y'>f A* 
KCjp*., 9 OtTlMftffLfc, ft^H, 2 5ml 
O x 9 J - Jit to*, x 5 0IHfliiRj|% L tz o mftlVriii® 
io * & & , x * j - ji ^ y>f y^D t'^x-f^Clirl, 
T, 1 4 1 0 m g ©ffEffc^ttfcfcfc. 

: 2 6 0 - 2 6 6 t (^ff) 
'HNMR (d.-DMSO) 6 ; 
15 !■ 81 (m, 1H), 2. 06 (m, 1H), 5. 

36 (brs. 2H), 6. 97 (t. J=8Hz. 
1H). 7. 35 (t, J=10Hz. 1H), 8. 
06 (d, J=13Hz, 1H), 8. 69 (s. 
1 H ) 

1- ( 3 - 7 i / - 4 . 6 - 7 ;U * d 7 x x ;U ) - 7 
- [ (3 S) - 3 - 7 ; / t° a 'J > - 1 - >f ;l, ] - 6- 
7 ;U * o - 1 , 4 - t K d - 4 - * * y - l , 8 - ± y 
* V it > - 3 - * Jl* h'Jxf A7i><g: 

25 1- (3-7; y-4, 6 - 7 ;U * n 7 x x ;U ) - 7 
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-?oo-6-7;l/tn-4-t + 7- l, 4 - fc K o 
-1. 8-t7f'JJ?>-3-*y|/t:>» 2 2 0 mg, (3S) 
- 3 - 7 e □ U 5> > • 2 1 0 m g % Rtf h i; 

x*-^7$>400mg*1000mg©N, N-j;>f 
;U * ;U A 7 * K IZ M z. , 9 0 °C T 1 B# fig 3 0 # It $ L o 

S & ^ 10mlox^y-;u*jDjtT5^B|jDf»iS«EL 
r;Ko«li:s, 2 2 0 mgo|i£fi:A^^|| /;o 

i*: 2 4 5 - 2 4 9 t 
'HNMR (d 6 -DMS0) 6 ; 

1 • 0 6 ( t , J = 7 H z , 9 H) , 1 . 6 6 (m. 
1 H) ., 1. 92 (m, 1H), 3. 44 (q, J 
= 7 H z , 6H), 5. 35 (s, 2H). 6. 96 
(t. J=8Hz, 1H) , 7. 35 (t. J = l 0Hz, 
1 H) . 8. 02 (d, J = 1 3 H z , 1H), 8. 
6 6 ( s , 1 H ) 
C H m m 5 0 3 

1- (3-7;y-4, 6 - v 7 ;P * d 7 x x ;|, ) - 7 

- [ ( 3 S ) -3-7; ; tnij JJ> - 1 - -fA] - 6 - 
7 d - 1 . 4-yfcKD-4-**y-i, 8-^-7 
*y5>>-3-*;H*>* : 

1- (3-7W-.4, 6 - s* 7 ;u n 7 x - ;!/ ) - 7 

- [ (3 S) -3-7i^nij-;>-i-^i,] - 6 - 
7 A, * d - 1 . 4-ytKu-4-**y-l. 8 - * 7 
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f'Jv?>-3-*;^*>|l OOmgH. 5 m 1 © 6 & 

gfc£:246-250 , C(#ft?) 
1 H N M R (d 6 -DMSO) 6 ; 

2. 09 (m, 1H), 2. 22 (m, 1H), 7. 
03 (brt, 1H). 7. 39 (t, J = 10Hz. 
1H). 8. 12 (d, J=12Hz, 1H), 8. 
30 (brs, 2H), 8. 72 (s. 1H) 

c m m m 5 n 

1- (3-7; y-2, 4 - y 7 ;U * o 7 x - ;u ) - 7 

- [ ( 3 S ) - 3 - 7 ; J h° d 'J > - 1 - >f ;u ] - 6 - 
7;i/^-D-4-^- + y- l, 4 - y t K d - 1 . 8-^-7 
f- U v > - 3 - * : 

1- (3 - 7 ; ; - 2, 4 - v 7 ;U * o 7 x x yu ) - 7 

- [ (3 S) - 3 - 7 ; y t: d 'J > - 1 - - 6 - 
7yl/tD-4-t*7-l, 4 - 5? h K d - 1 , 8-^-7 
f 'j^-3-^#>8 2 0 0 mg, |g2 0 Omg^ 
1 aS««#LfcflK i^;-^2 0 Omg^Jfl^T, 90 

*bi:2^aj$«#iL x ffraite£fl|J|)u x* y -;k •>* 
V7d b';Px-f;K5ii:gfeoT x l 5 4mg©iEft 
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gfe*: 2 2 3 - 2 2 6 t 
'HNMR (d s -DMSO) 6 ; 

1. 75 (m, 1H). 2. 00 (m, 1H), 5. 
36 (s. 2H), 6. 96 (t, J = 8Hz. 1H), 
7 • 35 (t, J = 1 1 H z , 1H), 8. 04 (d. 
J=12Hz. 1H), 8. 26 (s. 1 H) , 9 . 
6 8 ( s , 1 H ) 

( n m m 5 2 ] 

1 - (3-75;-2, 4 - 7 * d 7 x — ) - 7 

- [ (3 S) - 3- 7;;eniJjJ>-i--f;l/] - 6 - 
7;U*D-4-**y-i, 4 - i> b K o - 1 , 8-^-7 
* V x > - 3 - ;U *' > K P-h;Ux>x^^>K*i: 

1- (3-7; ;-2, 4 - •>* 7 ;U * d 7 * x ;U ) - 7 

- [ ( 3 S ) - 3- 7;;t'D'jy>-i-^^] _ 6 _ 
7;PtD-4-t+y-i i 4 - S? t K D - 1 , 8-^-7 
^J^-3-**#>|100ing, p - h ;U x > * 
*>l*ftft5 5mg* 3 0 0 ing(DN, N - x y * ;U * 

8m 1 ©•^y^ D i;;Px-f;^jDJlTim!«||i / , 
-kii*7 s #>f--*>9>T|!fcl*fco oi>Tlm 1 (Dx^ 
**to*T2#BJDM»Lfcfctt»L. tfr iiJ $ £ £ Jfc , 
x*y-, K y-T V^d tf;Ux-y^OJBKft,T. 1 2 0 m g 
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ft £ : 2 7 0 t 

1 H N M R (d,-DMS0) 8 ; 

2 . 0 2 (m, 1 H) . 2 . 2 4 ( m , 1 H) , 2 . 
28 (s. 3H), 3. 89 (m, 1H), 5. 37 
(brs, 2H), 6. 96 (t, J = 7Hz. 1H), 
7. 11 (d, J = 8Hz, 2H), 7. 35 (dt, 
J=2Hz, 12Hz, 1H), 7. 47 (d, J 
= 8 H z , 2H). 7. 95 (brs, 2H). 8. 
13 ( d , J=12Hz. 1H). 8. 72 (s, 
1 H ) 

immm 5 3 ) 

1- (3-7;/-4, 6 - 7 ;U * p 7 x x ;U ) - 6 

- 7 Jl * d - 1 , 4-vfc K d - 7 - ( 3 - t K p * •> t° 

p y y > - l - -r ;u ) - 4 - # * y - l . 8-t7f'jy 

>-3-7j;l/tf>&: 

1- (3-7; y-4, 6 - ^ 7 ;U * p 7 x x ;U ) - 7 
-?pp-6-7;U*P-4-:**y-l, 4 - ■/ h h' o 
-1. 8-77f'jy>-3-*;l/t:>8l50mg N 3 

- t 'K p * •> bT p U ^ > 1 OOmg, h'Jxf;l/7; >1 0 Omg 
£5 5 0mg<DN, N - * f - ;U * ;U A 7 S K II flO ;U 7 0 
°C T 3 0 # PaHS # I /:» 8 m 1 © * : y 7° p h° ;U x - f ;U 
*Jn;StTtt#&».ttL* ±g^7*>7-y 3 >r^l>/; 0 
o^T2ml0X;?/-;l,£Jia;tT#raj%£ffiBU x * y - 
^ > y 'f 7 7* d b° ;P x - f ^ © II i: I5fe o T x 1 5 6 m g O 
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: 

Si*: 2 5 1 - 2 5 3 t 
'HNMR (d.-DMSO) <5 ; 

1. 56 (m, 1H), 1. 70-1. 95 (m, 
3H), 2. 58-2. 96 (m. 4H), 4 . 16 
(m, 1H), 4. 30 (brs. 1H), 5. 35 
(s. 2H), 6. 95 (t. J = 8 H z . 1H), 
7. 36 (t. J = 1 0 H z . 1H). 8. 01 (d, 
J=13Hz. 1H), 8. 59 (s, 1H) 

c n m m 5 4 ] 

1- ( 3 - y $ v - 4 , 6-i/'7;l/*D7x-;lO - 7 

- [ ( 3 S . 4 S ) - 3 - 7 ; ; - 4 - > f yl, b° o ij > 

- 1 - -f yU] -6-7;U*d-1, 4-nFn-4-t 
* V - 1 . 8-t7f ijy>-3-*;Pt:>|: 

(3S. 4 S ) - 3- y>y-4-y^;ut e D'J->>.r 

'HNMR ( d s - D M S 0 ) <5 ; 

0 • 9 3 ( d . J = 7 H z . 3 H) , 2 . 17 (m, 

1 H) , 5. 35 (s, 2H), 6. 97 (t. J 
= 8 H z . 1 H) . 7. 36 (t. J = 1 0 H z , 
1 H) , 7. 9 9 (d. J = 1 2 H z. 1 H) , 8. 
6 5 ( s . 1 H ) 

immm 5 53 
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1- ( 3 - 7 $ y - 4 , 6 - v 7 /U * o 7 x - ;U ) - 7 

- [ (3R, 4R) - 3- 7;;-4->f^tfDijy> 

- 1 - >f ;U ] -6-7;U;fro-l, 4-v?tKn-4-* 
* V - 1 . 8-^-7f ';y>-3-*jl/iK>|: 

s (3R, 4R) - 3 - 7 ; ; - 4 - y f ;l/ f d ij y > • i 

isatt*ffl^fcB^ii*aw4 8 t-R m k l t ^ te <t $ ® 

*ftfc 

tttt : 

K * : 2 1 4-2 1 7t 

10 'HNMR (d t -DMSO) 6 ; 

0. 93 (d. J=7Hz. 3H), 2. 17 (m, 
1H). 5. 36 (s, 2H), 6. 96 (t, J 
= 8 Hz, 1H). 7. 36 (t. J = 10Hz, 
1H), 7. 99 (d, J=12Hz. 1H), 8. 

is 6 5 ( s , 1 H ) 

t m m m 5 6 ] 

1- (3-7;y-4, 6 - 7 ;U * d 7 x ^ ;l/ ) - 7 

- [ (3 S, 4R) - 3- 7; / -4 - yl/to ij y> 

- 1 - -f ;u ] -6-7;U*D-l, 4 - t F D - 4 - t 
20 * V - 1 , 8-t7f'J - 3 -*^*'>g| : 

(3 S, 4R) - 3- 7Sy-4-yf-/UfcToyv?>.- 
ISli«fflOfcl3^tt$|Jtfl4 8 <t ft $ K t T 9 E ft £ ft 

* ft fc o 

: «ftft»^ 

25 St.^C: 234-240"C 
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'HNMR (d.-DMSO) 6 ; 

0 . 9 8 ( d , J = 7 H 2 , 3 H) , 1 . 9 3 (m, 
1H), 3. 03 (m, 1H), 5. 36 (s, 2H), 
6. 97 (t, J=8Hz, 1H). 7. 37 (t, 
s J = 10Hz. 1H), 8. 04(d, J = 1 2 H z . 

1H), 8. 68 (s. 1H) 
C H m m 5 7 ) 

1- (3-7S/-4. 6 - 7 ;l/ * d 7 x - ;U ) - 7 
- C ( 3 R . 4 S ) - 3- T$y-4-y*;Utfoys?> 
10 - 1 - 4 JU] -6-7;l/*n-l, 4 - i/' fc K o - 4 - * 
+ 7-1, 8-^-7f-«J5;>-3-^;U^>a : 
(3R, 4 S ) - 3 - 7 ; ; - 4 - > f yH:' d 'J y > . z 
ttlfi«|l^B^»«i|«4 8 d: mi «K lw L T*§fEffc^ 

* ft fc o 

8^: 2 3 7 - 2 4 It 
'HNMR (ds-DMSO) 6 ; 

0. 9 8 (d, J = 6 H z, 3 H) , 1 . 9 3 (m, 
1 H) , 3 . 0 2 (m, 1 H) , 5. 3 7 ( s . 2 H) , 

» 6 -97(t.J=8Hz,lH),7. 37(t, 

J = 1 0 H z , 1 H) , 8. 0 3 (d, J = 1 3 H z. 
1H), 8. 67 ( s , 1H) 

c mm m 5 8 ] 

1 ~~ (3-7S/-4, 6-y7;u*D7x — ;u) - 7 
s - < 3 - 7 5 y - 4 . 4 - J? y. f- ;p t° d 'J S? > - 1 - -f ,1, ) 
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-6-7;U*d-1, 4-vbKo-4-**y-l, 8 
3-T$y-4, 4 - :/ > ^ ;U fc° d 'J v> > • ~ ig ® jtg £ 

: 2 6 7 - 2 6 9 t (^|f) 
'HNMR (d,-DMSO) d ; 

0. 86 (s. 3H). 0. 95 (s, 3H), 2. 
88-3. 05 (m, 1H). 5. 36 (s. 2H), 
6. 97 (t, J = 8 H z . 1H), 7. 38 (t, 
J = 10Hz. 1H), 8. 02 (d, J = 13Hz, 
1H), 8. 66 (s, 1H) 

c m m m 5 93 

1- (3-7;/-4, 6 - 7 ;l/ :* d 7 x — 7U ) - 7 
- [3 - (N-xf;l^7; y^f-iH t 6 o 'J v > - 1 - ^ 
4/ 3 -6-7^*0-1, 4-y't h'D-4-t*V-l, 
8 - t 7 f J v 5 > - 3 - # ;P *' > gfc : 

3 - (N-xf t? d ij ->*>•-£ B £ 

*JHL**:I3*H:£**|4 8 <h RttlC L T H IS ft £ !&5 £ ?# /c 0 
tt« : 

It*: 235-244t ( # ft? ) 
'HNMR (d,-DMSO) <5 ; 

1. 01 ( t . J=7Hz. 3H), 1. 61 (m. 
1 H) , 1 . 9 8 (m, 1 H) , 2 . 3 2 (m, 1 H) , 

2. 54 (q, J=7Hz. 2H). 5. 34 (s, 
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2H). 6. 96 (t, J = 8Hz, 1 H) , 7. 
35 (t, J = 1 0 H z . 1H), 8. 02 (d, 
J = 1 2 H z , 1H), 8. 67 (s, 1H) 

c n n m 6 o ) 

1- (3-7; 6-^7^^D7x-;l/) - 7 

- [ (3 S) - 3 - T i S h c a i) it > - i - 4 jit - 6 _ 

y jit a - l , 4 - y t K d - 4 - t + v - + ; ij > - 3 

3S - (-) - 7S/fc?D'Jx>29mg x h«Jx^;p 
7;>68ing*yyf;^;b* + j/Klnili:l|Di x 10 
1- (3-7$ y-4, 6-^7;b^P7xx 
^ ) - 6 , 7-i?7ju*n-l, 4 -i?b Fd-4 -t + 
V- + >"J>-3-*y^>B80ing*lDi, Hflt 

* 2 *H|ftia«Hn,fc 0 > fijS»i:i?xf Ai-f 

# * « L , J^xf ;i,x-f ^Tjsfe^ Lfce 7 6mg©^ 
IS it & % £ ft fc o 

» * : 2 1 3 - 2 2 1 V 
'HNMR (d,-DMSO) <5 ; 

1. 62-1. 76 (m. 1H), 1. 88-2. 

06 <m. 1 H ) , 3. 08 (brs, 1H). 5. 
5 3 ( s . 2 H) , 5. 9 2 (d, J = 8 H z . 1 H) , 

7 . 03 (t, J = 8 H z , 1H), 7. 50 (t. 
J = llHz, 1H), 7. 85 (d, J = 1 4 H z , 
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1H), 8. 61 (s, 1H) 

c m m m 6 i ) 

1- (3 - 7 ; y - 4, 6 - 7 71/ * n 7 x - /U ) -7 

- [ (3 S, 4 S ) - 3- 7;;-4->f;HfoiJv?> 

- 1 - f ;U ] - 6- 7 ^ * d - 1 , 4 - -n F □ - 4 - t 
* V - * y 'J >-3-rt;l/**>8: 

( 3 S , 4 S ) - 3- 7$y-4->^;Ut e DVv;>^ffl 
14 : 

HL£ : 1 9 6 - 2 0 2 t 
'HNMR (d 6 -DMSO) S ; 

0. 9 5 (d, J = 7Hz, 3H) , 2. 2 0 (b r s. 
1H), 5. 53 (s, 2H), 5. 88 (d, J 
=5Hz, 1H), 7. 02 (m, 1H), 7. 50 
(t, J=9Hz. 1H), 7. 85 (d, J = 1 4 H z. 
1H). 8. 60 (s. 1H) 

c % m m 6 2 ) 

1 - (3-7; y-4, 6 - v 7 ;U * □ 7 x ^ ;l/ ) - 6 
- 7 ;U * □ - l , 4--n Fn-4-**y-7 - ( fc e o 
'J v 5 > - 1 - >r ;u ) - + yij>-3-*;^;>8; 

t° o »J if > t> fc 15 * (igffipj 6 0 £ ft ft ic L TUfE 
it & ® £ ?# tz o 

: 2 6 4 - 2 6 8 t (^«?) 
'HNMR (d 6 -DMS0) 5 ; 
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1. 89 (brs, 4H), 5. 5 2 (s, 2H) 
5. 97 (d. J = 8 H z , 1H), 7. 03 (t 
J=8Hz. 1H), 7. 49 (t. J = 1 0 H z 
1H), 7. 85 (d. J=14Hz, 1H), 8 
6 2 ( s , 1 H ) 

c m m m 6 3 ) 

1- ( 3 - 7 • y - 4 . 6-jJ7*tD7 4 i^) - 

-[(IS. 6 S) - 2, 8-->'71ft"i/^n[4. 3. 

0] J i- - 8 - -f ;u ] - 6- 7;1/^-d-1, 4-vtK 

-4 - * * y _ * , y > - 3 - * * tf> » : 

(IS, 6 S ) - 2, 8--/7f t"^D [4. 3. 0] 

* n tz . 

14,6 : 2 2 6 - 2 3 3 t ( # fl? ) 
"HNMR (d 6 -DMS0) 6 ; 

1 • 5 3-1. 81 (m. 4 H) . 2 . 63 (brs. 
1 H) . 2. 8 8 (brs. 1 H) . 3. 5 1 (m. 
2H). 3. 83 (brs. 2H). 5. 57 (s. 
2H). 5. 97 (d. J = 8 H z . 1H). 7. 
05 (t. J=9Hz. 1H). 7. 51 (t. J 
= 1 0 H z . 1 H) . 7. 9 2 ( d. J = 1 4 H z . 
I H ) , 8. 65 (s. 1H) 

c m m #j 6 4 ) 

1- (3-7;y-4, 6 - •>* 7 ;U ^- d 7 x - ;l/ ) - 7 
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- C(3S) - 3- 7$ytfD»Jj;>-l--f^] - 6, 
8 - v 7 ;U * d - l , 4 -i?t Ko-4-**v-*y 
>-3-*mu*">&: 

1- (3-7;y-4, 6 - v> 7 ;U * o 7 x - ;lO - 6, 
7, 8 - MJ 7 yl/ 1 d - 1 , 4-n FD-4-t + y- 

4- y u > - 3 - ij jv * > m z m ^ tz & * i* n m m 6 o^i 

Hk £ : 2 0 4 - 2 1 0 «C ( # I? ) 
1 H N M R ( d, - D M S 0 ) 6 ; 

1. 67 (m. 1H), 1. 95 (m, 1H), 5. 
4 2 ( s . 2 H) , 7 . 0 8 (m, 1 H) , 7 . 3 7 
(t, J=10Hz. 1H), 7. 78 (d. J= 
MHz, 1H), 8. 45 (s, 1H) 

imnm e 5 ) 

1 - ( 3 - 7 $ y - 4 . 6 - 5? 7 ;u * d 7 x - ) - 7 
- ( 3 - t K d 4- •> f d U > - 1 - -r ^ ) - 6 . 8 - 
7 ;U * d - 1 , 4 - «^ t K d - 4 - t + V - * ; 'J > - 3 

3 - t K o * •> t e d y -7 > £ ffl ^ (3 12 H Jfe #1 6 Oi 
HMhz LtIEfl:*11itf»fc, 

16 .6: 1 44-1 52t(#8¥) 
'HNMR (d 6 -DMSO) <5 ; 

1. 81 (m. 2H), 3. 79 (m, 1H), 4. 
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29 (brs, 1H) , 5. 00 (s, 1 H) , 5. 

4 4 (s. 2 H) . 7. 0 9 ( t . J - 8 H z. 1 H) . 

7. 3 9 (t. J = 1 0 H z , 1 H) . 7. 8 0 (d, 
J = 1 4 H z , 1H), 8. 47 (s. 1H) 

1- [ 3 - 7 « y - 2 . 4 - v? 7 ;i/ d 7 x — ] - 7 

- [ (3 S) - 3- 7;;eDiJ-;>-i--f^] - 6 - 

7 ;U * o - 1 , 4- f ;tKD-4-ttv-i 1 8 - * 7 

f- U v > - 3 - ij > m : 

1- [3 - 7 ; ; - 2, 4 - v 7 ;U * o 7 * ^ ;U ] - 7 
-*dd-6-7;u*d-i. 4-n + v 

.* : 2 6 8 - 2 7 2 t ( # A? ) 

'HNMR (d.-DMSO) <5 ; 

1. 79 (m, 1H). 2. 05 (m, 1H), 5. 
58 (s, 2H), 6. 84 (m, 1 H) . 7. 11 
(t. J=lflHz, 1H), 8. 07 (d. J= 
13Hz, 1H). 8. 69 (s, 1H) 

c m. m m 6 7 i 

1 ~ [3-T = y- 2, 4-->'7;l/tD7i -iP] - 7 
- [ (3 S, 4S) - 3 - 7 ; y - 4 - y ^ ;u t° d "J > 
-1-^yU] - 6- yjU^ra-i, 4-vtKp-4-^- 
* v - 1 , 8 - ± 7 * y > - 3 - ij ju *' > n : 
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1- [3-7;;-2, 4 - y 7^t d 7 z^;l/] - 7 
-?du-6-7/1/*-d-1, 4 - v t K o - 4 - * * y 
- 1 . 8 - t 7 f J v > - 3 - # ;l"K > ft * ffl I* fc 15 

'HNMR (d.-DMSO) <5 ; 

0. 9 1 (brd, 1 H) , 2. 14 ( m , 1 H) , 
5. 58 (s. 2H). 6. 83 (m, 1H) , 7. 
10 (t, J = 1 0 H z , 1H), 8. 02 (d. 
J=12Hz, 1H), 8. 65 (s, 1H) 
( H M W 6 8 ] 

1- ( 3 - 7 « y - 4 . 5, 6 - F ij 7AtD7i^yl/) 
-7 - [ (3 S) - 3- 7^yeo>J^>-i-^^] _ 
6 - 7 ;U * d - l , 4-ykFD-4-t*y-l, 8 - 
i- 7 * V ^ > - 3 - * ;U sK > ft : 

1- ( 3 - T £ y - 4 , 5, 6-hij7;Un7x-^) 
-7.-*dd-6-7**o-1, 4 - 3? b K d - 4 - * 
* V - 1 . 8-*7*y S*>-3-* 

ft .£ : > 2 5 6 *C ( # Jff ) 
'HNMR (d ( -DMSO) 6 ; 

1. 58-1. 84 (m. 1H), 1. 84-2. 
23 (m. 1H). 5. 74 (s, 2H). 6. 81 
(t. J = 5 H z, 1H), 8. 03 (d, J=12Hz. 
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1 H) . 8. 73 (s, 1H) 

immm e 9 ) 

1- (3-7S/-4, 5, 6-MJ7*tD7iiA) 
-7 - [ (3 S) - 3 - 7 ; y e D ij •;> - 1 _ 

6 - 7 ^ * d - 1 , 4-ykKp-4-^ + y- + y ij> 
- 3 - ij )\, > g : 

1- (3-TW-4, 5, 6-h«J7;i/^D7x-;U) 
-6. 7 - y 7 yl^t n - 1 , 4-vtKu-4 - * 4- y - 

* j >j > - 3 - * ;u *- > m % m tz i3 ^ « n j| #j 6 o t m 

# K L T H s£ fk £ ft * ft fc e 

: *f 

&!.£:>2 7 0 , t(#8¥) 

'HNMR (d,-DMSO) 5 ; 

1 • 6 1-1. 81 (m, 1H), 1. 89-2. 

15 (m, 1H), 5. 88 (s, 2H). 6. 88 

(brs - 1 H ) . 7. 85 (d. J = 1 5 H z . 

1H), 8. 69 (s. 1H) 

t mm m 7 0 ) 

1- (3-7S/-2, 4, 6 - hij7^tD7i;;H 
-7 - [ (3 S) -3-7;y eDiJJ?>-l-^H - 
6 - 7 ;U * n - l , 4-m>'D-4-t + y- i, 8 - 

* 7 f- 'J *J > - 3 - tt JU *' > & : 

1- ( 3 - 7 5 y - 2 , 4, 6-hij7^tD7x-;l/) 
-7-?dd-6-7/U*d-1, 4-nro-4-* 

* V - 1 . 8-t7f iJi?>-3-*A#>i70mg* 
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y>f ;l/7***-> Kim 1 i:»iL, 3 (S) -3-7 
5 y tf o «J 5? > 0 . 018ml h ijxf;l.7; >0. 04ml 

x ;U £ in * > f f *>T-->s>*2lill*)iiLA:o 3R it K 
^i0x^;-;^|^T, 1 0 ^ ISfidfiE^ ^ #r tiJ L £ @ 
#£i£3KL->*x^;Ux-x;U-C2fe^5 1 mgCDgfiafk-g-^J 

* » fc o 
tt« : 

: 2 7 3 - 2 7 7 X; 
'HNMR ( d 6 - D M S 0 ) 5 ; 

1. 75-1. 78 (m, 1H), 2 . 00-2. 
18 (m, 1H), 5. 46 (brs, 1H), 7. 
39 (t, J=10Hz, 1H), 8. 08 (d. 
J=13Hz. 1H), 8. 97 (s, 1H) 

c £ m m 7 n 

1- ( 3 - 7 S ;-6-^DD-4-7^to7x-;l/) 

- 7 - [ ( 3 S ) - 3 - 7 $ y h° d ij > - 1 - -f ;U ] - 
6 - 7 /K d - 1 , 4-^^-4-^+7-1, 8 - 
t 7f 'J > - 3 - *7 ;u * > $ : 

1- (3-7$y-6-*DD-4-7;l/;tD"7x — 

- 7 - ^ do - 6 - 7At a - 1, 4-vfcKo-4-* 

* v - i , 8 - + y ? v it > - 3 - ij ji, # > m z m ^ tz iz 

I* * « fll 7 0 irfiflfcKLT HE ft 
it*: 249-252t 
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'HNMR (d 6 -DMSO) 6 ; 

1. 74-1. 95 (m, 1H), 2. 00-2. 
16 (m. 1H), 5. 69 (brs, 2H), 7 . 
00 (d. J=9Hz, 1H). 7. 47 (d, J 
=llHz, 1H), 8. 02 (d, J=12Hz, 
1H), 8. 61 (s, 1H) 

c m m m 1 2 ) 

1 ~ (3-7^y-6-^DD-4-7;U^-D7i^;U) 
-7 - [ (3 S) - 3- 7^yh 0 n'Jv>-l-^;U] - 
6-7;U*d-i., 4 - it t FD-4-t*y- + y >j > 
- 3 - # )V # > & : 

1- (3-7;y-6-^DD-4-7AtD7i;^) 
-7-*dd-6-7/1/*d-1, 4 - n F d - 4 - t 

* v - * y y > - 3 - * >® <,> * li^ummm 1 0 

t E tit IZ LTiie^^^^l4/; c 

1.^ : 1 7 7 - 1 8 2 t (^g) 
'HNMR (d 6 -DMS0) <5 ; 

1. 59-1. 75 (m, 1H), 1. 86-2. 

0 7 (m, 1 H) , 5 . 7 8 (d, J = 7 H z , 1 H) , 
5. 8 9 (brs, 2H) , 7. 0 6 (d, J = 9H z, 
1H), 7. 60 (d, J = 1 1 H z , 1H), 7. 
86 (d, J=14Hz, 1H), 8. 56 (s. 

1 H ) 

c m m m 7 3 ) 



WO 96/23775 



84 



PCT/JP96/00152 



1- (3-7$y-4-^OD-6-7;l/^-D7i-;P) 
- 7 - [ (3 S) - 3- 7Wfcfo'Jv>-l->r;U] - 
6 - 7 ;U * o - 1 , 4-i?tKp-4-^ + V- l, 8 - 

* 7 f- U ^ > - 3 - ti A/tf y Wi : 

1- (3-7;;-4-?no-6-7^tD7i-^) 
-7-?oo-6-7;U*d-1, 4 - y t F d - 4 - t 

* V - 1 . 8 - t 7 f 'J v > - 3 - ii )V * > K * ffl ^ fc If 
*Mi*«H»J 7 0 £^1§ICLT*£ie ft fco 

»£:>258 , C<£J!I) 
'HNMR (d 6 -DMSO) <5 ; 

1. 53-1. 80 (m, 1H). 1. 83-2. 
06 (m, 1H), 5. 56 (brs. 2H). 6. 
99 (d, J=7Hz, 1H), 7. 48 (d, J 
=10Hz, 1H), 8. 02 (d. J=13Hz, 
1H), 8. 68 (s, 1H) 

immrn 743 

1- (3-7;;-4-7^tD-2-^f^7i-^) 
-7 - [ (3 S) - Z - 7 I J \£ u *) V > - \ - 4 )V] - 
6-7/I/*d-1, 4-vhKo-4-**y-l, 8 - 
+ 7 9 V v > - 3 - *7 JV * > g£ : 

1- (3-7^y-4-7;i/^-p-2->5 L ;U7x~;u) 
-7-*od-6-7;UjJ-d-1, 4-v?k Fo-4-t 

* y - 1 , 8 - t 7 f 'J > - 3 - # ;l/ # > ®c & ffl (2 
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fife £ : > 1 6 5 t ( # 8? ) 
1 H N M R (d.-DMSO)J ; 

1. 53-1. 73 (m, 1 H) , 1. 74-1. 
9 8 (m, 1 H) , 1 . 8 3 ( s , 3 H) , 5 . 2 5 
(br, 2H), 6. 75 (d, J = 9Hz, 1H) , 
7. 09 (d, J = 13Hz, 1H), 8. 02 (d. 
J=13Hz. 1H), 8. 48 (s, 1H) 

(HIfJ7 5] 

7 - [ (3 S) - 3 - 7 ; ; fo 'J i?> - 1 - - 
1- (2, 4-j;7^tn-5-*A/;*7;y7 4 i;l/) 

- + 7 f- > - 3 - ij Jl ** > ^ : 
7-^dp-i - (2, 4 - ^ 7 ;U * d - 5 - * ;b S 

7 ^ J 7 a — Jl ) - 6- yjUta-l, 4-xhh'D-4 

- * * v - 1 , 8-t7f iJi?>-3-*;^;>8*)8i> 

: 2 1 8 - 2 2 5 t 
'HNMR (d.-DMSO) 5 ; 

1. 62 (m, 1H), 1. 90 (m, 1H), 7. 
72 (t. J = 1 0 H z , 1H), 8. 01 (d, 
J = 1 3 H z , 1H). 8. 34 (s, 1 H) . 8. 
38 (t, J = 8 H z . 1H). 8. 71 (s. 1H) 

c m m m 7 6 ] 
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7 - [(3S, 4S) - 3 - 7 ; y - 4 - > f Aen >J 
! J > - 1 - ;i/ ] - 1 - ( 2 , 4 - 7 ;u * d - 5 - * ji 
i;i/7W7iiA) - 6- 7A*p-l, 4 - vJ t F d 
" 4 - t * V - 1 , 8-t7f'ii;>-3-*;l/t;>at: 

7-^dp-1- (2, 4 - v 7 ;U * d - 5 - * yl, = ;U 
T$y7x^;U) - 6 - 7/Kd - 1, 4 - k K n - 4 

- * * y - l , 8-^7f ijs;>-3-»^*'>|*ji^ 

*: « aw* * » w 5 4 t m miz l t m is ft £ $ * i# * . 

: 2 1 5 - 2 1 6 t 
'HNMR (d.-DMSO) <5 ; 

0. 9 2 (brd, 3 H) , 2. 15 ( m , 1 H) , 
7- 71 ( t . J = 10Hz, 1H), 8. 01 (d, 
J=12Hz. 1H), 8. 34 (s. 1H), 8. 
38 (t, J=8Hz, 1H). 8. 78 (s, 1H) 

c n n m 7 7 ) 

7 - [ (3 S) -3-7;; IfD'J - 1 ->f;H - 
1- (3-^>y>f;l/T$y-4. 6-v7;U*D7x^ 
;U) - 6 - 7Ato - 1, 4-i?t h'D-4-t+y-l, 
8 - i- 7 f- U > - 3 - * ;U *' > Wt : 

1- A7;>/-4, 6 - •>' 7 ;U * □ 7 x 

- ;U ) -7-?dd-6-7;P*d-1, 4-vhKD- 
4 - * * y - l , 8-^7f-«;s;>-3-*;UiK>BI*ffl 
i*fc«*l**»fl4 8iHii:LTfEft*«t»fc. 
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HL& : 1 9 7 - 2 0 0 "C 
'HNMR (d 6 -DMS0) 6 ; 

1 . 6 5 (m, 3 H) . 1 . 9 2 (m, 1 H) , 7 . 
51-7. 63 (m. 3H), 7. 72 (t. J = 
10Hz, 1H), 7. 94-8. 07 (m. 4H), 
8 . 7 8 ( s , 1 H ) 

c m m m 1 8 j 

7 - [ (3 S) - 3 - 7 ; y t°o ij - 1 -^;[,] _ 
1- (2, 4-i?7Jl<*o-5-/*jl,Tiy7 x ^ji,) 

- 6 - 7;l/to - l, Fn-4-t + v- i, 8 

7-^dd-1- (2, 4-v7;^D-5-^f;P7 
^/7x~;i/) - 6- 7;U^-n-l, 4-vtKD-4- 

S*»tt**«4 8<!:BHic LT* Eft 

: 2 5 6 - 2 5 8 t 
'HNMR (d 6 -DMSO) <5 ; 

1 • 6 3 (m, 1 H) , 1 . 9 1 (m. 1 H) , 2 . 
70 ( d . J = 5 H z . 3 H) . 5. 79 (brs, 
1 H ) , 6. 96 (t, J=8Hz, 1H), 7. 
39 (t. J = 1 0 H z , 1H), 8. 02 (d, 
J = 1 2 H z , 1H) , 8. 68 (s, 1H) 

c mm m 7 9 ) 

7 - [ ( 3 S ) - 3- 7$/t e D'JS?>-i-Y;U] - 
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1- (2, 4-y'7^tD-5-^^7;;7x-;l/) 
-6-7;u*o-i, Ko-4-**y- + y y 

>-3-77;Utf>a: 

1- (2, 4-y7;l/tD-5-yf^7U7 1 ;;P) 
-6, 7-i?7^/*D - 1, 4-vtKu-4-**y- 

* y v > - 3 - a ;u # > a * jb ^ * £ * a g £ A 6 0 t ^ 
* k l t n ie ft £ $ £ ?# * e 

St*: 2 1 9-226^(^1?) 
'HNMR (d 6 -DMSO) 6 ; 

1. 59-1. 78 (m. 1H), 1. 91-2. 
0 7 (m. 1 H) , 2. 7 0 (d. J = 5Hz, 3 H) , 
5. 91-6. 04 (m, 1H), 7. 04 (t, 
J = 8 H z , 1H), 7. 54 (t. J = llHz, 
1H), 7. 86 (d. J = 1 4 H z , 1H), 8. 
6 3 ( s , 1 H ) 

(H%^j8 0] 

7 - [ ( 3 s ) - 3- 7$ytToys;>-i-^;p] _ 

1- (3-yyf*7W-4, 6 - 5> 7 * * d 7 * i * ) 
-6-7^tD - 1, 4-i?tKD-4-^+v-l. 8 
-■*-7f-yy>-3-*yU?K>a: 

7 - * d d - 1 - (3-yyf-;U7$y-4, 6 - •>' 7 
^tD-7x-;l.) - 6 - 7^tD - 1, 4-v/'tKo- 
4 - * * 7 - 1 , 8-t7f'J^-3-*;^;>|^ 
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: 

: 2 4 8 - 2 5 It ( # «? ) 
'HNMR (d.-DMSO) 6 ; 

1 . 6 3 (m. 1 H) , 1 . 9 1 ( m , l H) , 2 . 
77 (s. 6H) . 7. 36 (t, J = 8Hz, 1H) , 
7. 49 (t. J = 1 0 H z , 1H), 8. 02 (d, 
J = 1 3 H z . 1H), 8. 7 4 (s, 1 H) 

( m m m 8 n 

7 - [ (3S) - 3- 7$ytfD«jj?>-i--f;u] _ 
1 - 12, 4-i?7)\,*a-5 - (L - ? i) i, jut i J ) 
- 7 j. - Jl>] -6-7Jl*a-l, 4 - t F □ - 4 - t 
* V - 1 , 8 - ± 7 * y j; > - 3 _ ij ,\, # y $ . 

1- ( 3 - T $ y - 4 . 6-x7;l/^-D7x-;l/) - 7 
-*DD-6-7;P*D-4-;i-*y-l, 4-nFD 
-1. 8-t7f'Jy>-3-*;^*>S7 0 0 mg, (3S) 
-3- (t-7'^->^^-^7;;) t°D >J v>4 5 Omg, 
MJifwU7$>400mg*2ml<Z>N. N--;/f^ 
** A7 * K lift A, 70tt30»Bl|#Lt ( 3 0ml 

N - B o c - ^ ij •> > 3 5 0 m g , N-yf;^;^ij 
>2 1 0mg$ 1 0m I O^dd^ ^>i:J|i, - 20 
tlHTttfiiKt^^DDit-f V7f ;l/ 2 7 0 ]« 1 £ 
4liT20dl|#Lfc. -©**-60'Ci;:ftiPL.±E 
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©1- (3-7 - 4, 6 - 7 A> * d 7 x - ;U ) - 7 
- [ (3 S) - 3- ( t - 7* h * •> £ ;U *' x ;U 7 ; y ) t 6 
d u 5? - ;P ] -6-7;i/*o-4-**y-i, 
Kd-1, 8-t7f'J 5?>-3-* >$©£g£ 10ml 
5 Oy^DD^>i:g)j|tTjiD^/:o UISi:! 
o^T 2 I^P^iD^S^ Lfc, IgC-RSgu 5 0ml 

0*Dn*/uA<t i om i (Dm^7K^tQ^.x ^-m. m^m 

/:iIO3^01IHni 1 07-tr h x h ij ;U:gi> L> 

tt#Lfc 0 ft 1 #T#r 15 tz 0 

ft 4 m 1 i o % 

K ft -7- h 'J 7A7K*jft*^Jtr-3iD>LTpH8Sfl[i: + 
*0L, #TJfJ^££/£ $ 1 Rg JjD £i iS jffi L > «MK tff 

is £ii ^ £ zilK L> m % tK n x * y - ;u „ >r v 7 s o t° ;u x - 
r/KZ)ii:ttoTl 9 3mg0|fe^^iLTfl2{(:A% 

IK * : > 2 7 0 t 
20 ' H N M R (d.-DMSO) 5; 

1. 65 (m. 1H), 1. 92 (m. 1H), 7. 
73 ( t . . J = 1 1 H z . 1H), 8. 04 (d, 
J = 1 3 H z , 1H) , 8. 38 (m. 1H), 8. 
7 8 ( s . 1 H ) 

25 tmmm 8 2 ) 
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1- (3-7; y-4, 6 - 7 ;U * o 7 x x ;u ) - 6 
-7;U^d-7 - [ (3 S) - 3- ( L - a* ij ^ 7 j y ) 
f o "J y > - 1 - W ;U ] - 1 , 4 - S> fc K d - 4 * * y 
-1, 8-^7* 'j > - 3 - ;U ** > B : 
5 N - B o c - L - /< 'J > 2 2 0 m g , N - > * ;l/ * ;P * 
'J > 1 0 6mg^5m 1 Oi?? dd^ xcjo^, -20 

JID^T2 0^iJ$Lfc, C<Dfc£-6 0tK#iPL, x ^ 
^-7-[(3S)-3- 7;yh'Dij-;>-i-^l] 
10 -1- ( 2 , 4->?7^tD-5-**;A7;;7x; 
^)-6-7;U*D-4-**y-l. 4 - -5? h K d - 1 , 
8-t7f iji?>-3 - ft;!/*'* •> U- K4 7 5 m g £ 1 0 m 1 

U ^^4 0tT3 0^P|jfj$Lfc o 20m]©*oo 
15 A £ 1 0m 1 ©^S7jc*Jn^.T^«^ 

®*t*3m 1 © 1 & £ ig & 3 m 1 © x * / - ,ktj> jg "jft ( - 

an-3ml©l££tt»£jD*.l 0 0tT4 0 L fc 0 

20 ffiETlzm® SI* 2 m 1 © ?£ ® * ic j£ A? L /c 0 10 
K*»ffc* h y n*t«t^ifojD AT p H 8iH; 

3 0#flo&3flfel,, ft ft, tfrili%*«®L, x * y - ,1, N 
x * V 7 s d t° A, x - f ;U © Jfi |c ft , T ! 4 1 m g © g| f e ft 
25 £ ft * ft fc 0 
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: 1 6 2 - 1 6 7 t 
'HNMR (d.-DMSO) 6 ; 

0. 78 (d. J = 7 H z , 3H). 0. 80 (d, 
J = 7 H z , 3H) . 1. 7 1-1. 9 2 (m. 2H) , 

1. 95-2. 10 (m, 1H), 2. 88 (d, 
J=6Hz. 1H). 4 . 32 (brs, 1H), 
5. 35 ( s . 2H), 6. 95 (t. J=8Hz, 
1 H) . 7. 35 (t, J = 10Hz. 1H) , 8. 
06 (d, J=12Hz, 1H), 8. 69 (s, 
1 H ) 

c n m m 8 3 ) 

1- ( 3 - 7 $ y - 4 , 6 - 7 ;P * d 7 x - ;U ) - 6 
-7;U*n-7- [ ( 3 S ) - 3- (L-Aij^j: y). 

t° d y >j > - i - >r ;u ] - l , 4-n FD-4-t + v 
-1, 8-^7* 'J^>-3-*;i/t:>St;^>x^ 

1- ( 3 - 7 = y - 4 , 6 7 ;U ^- d 7 x - ;u ) - 6 - 

7 ;U * d - 7 - [ ( 3 S ) - 3 - (L-Aij^j;;) t - 

p U v > - 1 - >r ;l/ ] - 1 , 4-vh Fn-4-t+y- 

1. 8 - 7 v > - 3 - >Wi 2 1 5 m g £ N 2 4mg 

3 0 #tia®Mi&m& Ltz 0 #rii}^£zf Jfe, y - 

^V7De^x-f;^| ( ;|Sfe, Ta%Ls 2 1 1 m g 
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£4* : fefett* 

M & : > 2 7 0 t 
'HNMR (d 6 -DMS0) d ; 

0. 87 (d, J = 7 H z . 6H), 1. 84-2. 
18 (m. 3H), 2. 31 (s. 3H), 3. 45 
(brs. 1H), 4. 36 (brs, 1 H) . 5. 
36 (s, 2H), 6. 96 (t, J = 8Hz, 1H), 

7. 32 ( m , 1H), 8. 06 (brs, 2H), 

8. 09 (d, J = 12Hz, 1H). 8. 64 (d, 
J = 7Hz, 1 H ) . 8. 71 (s, 1H) 

c n m ffl 8 4 ] 

1- (3-7SV-4, 6-->*7;U^-p7x-;l/) - 6 
-7;b*o-7- [ ( 3 S ) - 3- (L-D-f^7;y) 
f d ij y > - i - ^ ] - i , 4-i/t F □ - 4 - t + y 
-1. 8-t7f iJ^-3-*;l/t;>||: 

N-Bo c-L-D-f->>£ffl^fcHjMi£jfc0i| 8 2i 

: &*ffe#* 
K.£ : 14 9 - 1 5 4t 
'HNMR (d 6 -DMSO) 5 ; 

0. 7 ( d , J = 7Hz, 3H). 0. 82 (d, 
J = 7 H z . 3H), 1. 14-1. 37 (m. 2H), 

1. 54-1. 65 (m, 1H) , 1. 79-1. 
94 <m, 1H), 1. 95-2. 10 ( m . 2H), 
3. 10 (t, J=7Hz, l H) . 4. 28 (brd, 
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1H). 5. 35 (s, 2H). 6. 96 (t, J 

=8Hz, 1H), 7. 34 (t, J=10Hz, 

1H), 8. 05 (d, J = 12Hz, 1H), 8. 
6 9 ( s , 1 H ) 

c m m m s 5 ) 

1- (3-7; y-4, 6-^7^^-D7x-;l/) - 7 
- (3-yf;b7;nXij-/'y) - 6 - 7 ;u * d - l , 
4 - i? t K d - 4 - t + V - 1 , 8 - f 7 f J J? > - 3 - 

* ;U ** > m : 

skim 8 1 mmiz i Tmnt&mzntzo 

tttt : 

li.6:24 0- 24 2 , t(#ft?) 
'HNMR (d.-DMSO) 6 ; 

1. 23-1. 46 (m. 2H), 1. 62-1. 
8 7 (m. 2 H) , 2. 11 (d. J = 9 H z, 3 H) , 
3. 82-4. 18 (m. 2H), 5. 36 (s, 
2H), 6. 98 (t, J=7Hz, 1H) , 7. 
39 (m, 1H), 8. 09 ( d , J = 14Hz, 
1H). 8. 71 ( s . 1H) 

c n m m 8 6 ) 

1- (3 - 7 ; y - 4, 6 -•>'7Ato7xi*) - 

7 - (3-yf^7;;e^ijy>-i--fA/) - 6- 7 
4-nFD-4-t^v- + yij>-3- 
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14*: 2 5 4 - 2 5 8 t ( # 8? ) 
'HNMR (d e -DMSO) £ ; 

1. 62 (m. 2H), 1. 85 (m, 1H). 1. 
99 (m, 1H), 2. 55 (s. 3H), 2. 91 
(m, 1H), 5. 58 (s. 2H), 6. 52 (d, 
J = 7 H z , 1H), 7. 0 8 ( t . J = 8Hz, 
1H), 7. 52 (t, J = 10Hz, 1 H) , 8. 
02 (d, J=13Hz, 1H), 8. 76 (s, 
1 H) 

c n m m 8 7 ] 

1- (3 - 7 ; ; - 4, 6-->'7;l/^D7x-;P) -7 
-t e ^7^y-6-7;P^-D-l, 4-vfcKo-4-* 

* V - 1 , 8 - +■ 7 * i) > - 3 - * )l # > g : 

1 74 - I B4TC (^») 
'HNMR (d 6 -DMS0) <J ; 

2. 69 (m, 4 H) , 3. 56 (m. 4H), 5. 
37 (s, 2H). 6. 98 (t, J = 7 H z. 1H), 
7. 37 (t. J=10Hz, 1H). 8. 11 (d, 
J=13Hz. 1H), 8. 73 ( s , 1H) 
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immm 8 8 j 

1- (3-75 ;-4, 6 - 7 ;u * o 7 x AO - 7 
- (3, 5-^f;l/^5yy) - 6- 7^*0 - l, 

tf^5 5?>*ffl^fcB^tt*H«4 8 i n 4£ c L T & ie 
ft * tt * » • 

: 

: 2 5 1 - 2 5 6 t (^jjf) 
'HNMR (d 6 -DMSO) 6 ; 

0. 96 (brs, 6H), 2. 57-2. 90 (m. 
4H), 4. 08 (m, 2H). 5. 39 (brs, 
2H), 6. 98 (t, J = 8 H z . 1 H ) , 7. 
41 (t, J=llHz, 1H), 8. 16 (d, 
J = 1 3 H z , 1H), 8. 78 (s, 1H) 

immm 8 9 ) 

1- ( 3 - 7 5 y - 4 , 6 - y 7 ;u * d 7 x - ;l/ ) - 7 
-tf^7i?; - 6 - 7**p - 1, 4 - v t K d - 4 - * 

* y - * y y >-3-# 

: 1 9 2 - 2 0 0 t 
'HNMR (d 6 -DMSO) <5 ; 

3. 14 (m, 4 H) , 3. 25 (m. 4H), 5. 
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58 (brs. 2H), 6. 48 (d. J=7Hz, 
1H), 7. 08 (t. J=8Hz, 1H). 7. 
51 (t, J=10Hz. 1H), 8. 02 (d, 
J = 13Hz, 1H), 8. 75 (s, 1H) 

c m m m 9 0 ) 

1- (3-7;y-4, 6 - 7 ;l/ * d 7 * — ;U ) - 7 

- (3-^^;Ub°^5^y) - 6- 7;U*d-1, 4 - y 
t Kd-4 - * + v- + ; ij >-3-*;^'>B 2 £ & 

3-^f^bX7-^35mg, MJif;P7;>120mg 
* v y f- ;u x Jl> * * •> K 1 m Mr Jo z. . 1 O^fit^L, l 

- ( 3 - 7 S / - 4 , 6 - y 7 ;P * d 7 x - ;U ) - 6, 7 

- 7 ;U * d - 1 , 4 - t K d - 4 - * * V - * J <J > 

- 3 - tf )V *' > gfc 8 0 m g £ J&0 * , 1 o ot-^BtRgAnffc 

» ^ L o & # & , KlS*K5?xf-;Ui-f-yU*jDA. ± 
S*£&^fc. EKfcjD*. MrSx- 3 0 

£in;i> @#£j!i&L. yxf;l/x-f;H'^Lt: 0 3 Omg 

»^ : 2 0 6 - 2 1 3 t (^H) 

' H NMR (d 6 -DMS0) 5 ; 

1. 26 (d, J = 7 H z . 3H), 2. 85-3. 
0 2 (m, 1 H) , 6. 5 1 (d, J = 7 H z, 1 H) , 
7. 08 (t. J=8Hz. 1H). 7. 52 (t. 
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J = 10Hz, 1H), 8. 04 (d. J = 13Hz, 
1H), 8. 76 ( s , 1H) 

1- (3-7;/-4 ( 6-y7;KD7i-^) - 7 

- (3, 5 - 5> > f- ^ 5 y ) -6-7;1/*d-i, 
4 - n - t*V- + ; U >-3-*7;l/*>$ : 

3 , 5 - 'J * * )l h° ^ =7 v > £ ffl ^ tz (3 (i H jfe m 6 0 

tttt : &ffe&* 

JUL* : 202-210<t(#fl?) 
'HNMR (d 6 -DMSO) 6 ; 

1 . 17 (b r s , 6 H) , 2 . 7 4 (m, 1 H) . 
3. 54 (m, 2H). 5. 57 ( s , 2H), 6. 
50 ( d . J = 7 H z , 1H), 7. 08 (t, J 
=8Hz. 1H), 7. 52 (t, J=10Hz. 
1H), 8. 02 (d, J=13Hz, 1H). 8. 
7 5 ( s , 1 H ) 

c m m m 9 2 1 

1 _ (3-7 ^ 7-6 - ? o d - 4 - 7^to7i^;l/) 
-6-7;l/^D-7-t°^5v?y-l, 4 - v t K o - 4 
-t*V-l, 8-*7f-»Ji;>-3-#;U#:/»: 

1- (3-7;;-6-^no-4-7;l'tP7i-^) 
-7-^do-6-7;1/^-d-1, 4 - •>* fc K n - 4 - * 
* 7 - 1 , 8 - 7 * 'J > - 3 - * ;l/ > & l 0 Omg 
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;U jl - x ;U £ in * N r*>f--*>s>*2|SH*!)jSLfco 

asic^fioi^ y ->i>%irz.t, i o #f@&fife&, t/f m 

<k ^ « * » . 

» jS : 1 9 0 ( # JSP ) 
'HNMR (d,-DMSO) <5 ; 

2. 88 (s, 4H). 3. 65 (s, 4H). 5. 
72 (s, 2H), 7. 01 (d, J = 5Hz. 1H), 
7. 4 6 (d, J - 1 1 Hz, 1 H) , 8. 17 (d, 
J = 1 3 H z , 1H), 8. 71 (s. 1H) 

c m m m 9 3 ) 

1- (3-Tiy-6-^DD-4-7;i/^-D7x-;U) 
-6-7;l/*D-7-tf^7y/-l, 4 - 5; t K d - 4 
- * * y - * y u >-3-/7;i/^:>gf: 

* y - * y y > - 3 - a >mzm ^tz (3 * liHig^j 9 2 

It*: 2 2 8 - 2 3 7 t 
'HNMR (d 6 -DMSO) 6 ; 

2. 81 (s, 4H). 5. 91 (brs. 2H), 
6. 30 (d. J=7Hz. 1H), 7. 10 (d. 
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J = 1 0 H z , 1H), 7. 61 (d, J = llHz. 
1H), 7. 97 (d, J=12Hz, 1H), 8. 
6 9 ( s , 1 H) 

c ft m m 9 4 ) 

1- ( 3 - 7 $ ;-4 - ^DD-6-7^tD7x-^) 
-6-7;l'tD-7-tX7y;-l I 4 - v> b K o - 4 
-t+V-1, 8 - t7f'J y > - 3 - : 

1 _ (3-T$y-4-^DD-6-7;U^-D7x^;l/) 
-7-?od-6-7;U*d-i, 4-n |>'D-4-t 
* V - 1 , 8 - t 7 f J ^ > - 3 - * -/l* # > ft £ ffl t * fc K 

» * : 2 7 0 V 

'HNMR (d.-DMSO) i ; 

2. 8 7 (b r s, 4 H) . 5. 5 9 (b r s, 2H) , 
7. 00 (d. J = 7 H z . 1H), 7. 55 (d, 
J = 10Hz, 1H), 8. 12 (d, J = 1 3 H z . 
1H), 8. 75 (s, 1H) 

i£-tnm 9 5 3 

1- ( 3 - T i 7 - 4 - 7;lto - 6 - y f ;l/7i^j|/) 
-6-7^*D-7-tf^7^;-i, 4 - 5? b K o - 4 
- * * V - 1 . 8 - + 7 f- >j s; > - 3 - *7 ;l/ *' > ft : 

1- (3 - 7 ; 7 - 4 - 7/btD - 6 - y f ;b7i-^) 
-7-?DD-6-7AtD-l, 4-^hKD-4-* 
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*M* H ifc 0J 9 2 ^itti: LT«E<k^<ft*|f^o 
tttt : £Hfet&* 
S,^, : 2 3 9 1C 
'HNMR (d 6 -DMS0) S ; 

1. 08 (s, 3H), 2. 68 (brs. 4H). 

3. 48 (brs, 4H), 5. 28 (brs, 2H), 

6. 77 (d, J = 8 H z , 1H), 7. 09 (d. 

J = 12Hz. 1H), 8. 11 (d, J = 1 4 H z , 

1H), 8. 55 (s. 1H) 

c n m m 9 e ] 

1- ( 3 - 7 5 / - 2 , 4 - 7 ;p * d 7 x — ;P ) - 7 

- [ ( 3 S ) - 3 - ( * ;U > ;u 7 ; y ) t' o 'J i? > - 1 - 
•f ;u ] - 6- 7;u^-d-4-^- + v- i ( 4-vhKo- 
1. 8-7-7f'J-/>-3-*/H^8: 

1- (3-7; ;-2, 4 - y 7 ;U * D 7 x - ;l/ ) - 7 

- [ (3 S) - 3 - 7 * y t e n U v > - 1 - f ;H - 6- 
7;PtD-4-t+v-l, 4 - t K d - 1 , 8-^-7 
f'J^-3-*;^:>i!210mg, $&40mg£600mg 
© N , N - ^ f ;^ ;l/ A 7 i K i: in i ^ 1 2 Ott-^ 
FlSt^lfcc 8m 1 © ^ 77*13 t° ;U x - -f ;u £ flu * t $ 

±g£x# >x - •> 3 >Tl&lWc 0 o^T2ml 

tfi %J £ & & > x ^ y - /u x ^^y7 4 Dtf;Ux-x;i/©jig(c 
gfeoT, 18 0mg©$i2fl:£^£f#*: e 
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14 * : 214-2161 
'HNMR (d 6 -DMS0) 5 ; 

1 . 8 3 (m, 1 H) , 2 . 0 9 (m. 1 H) , 4 . 
36 (m, 1H), 5. 36 (s. 1H), 6. 96 
(t, J = 8 H z. 1H). 7. 36 (t, J = 10Hz, 
1H). 7. 96 (d. J=4Hz. 1H), 8. 
07 (d, J=13Hz. 1H), 8. 38 (m, 
1H), 8. 70 (s, 1H) 

c # n m 6 ) 

x^;u 8 - ? p p - 6 , 7-^7;U^-d-1- (2, 

y + y y > - 3 - # ;u ** * •> u - ^ : 

3 - ? p p - 2 . 4. 5 - MJ 7^tD<> 1 / 
-f ;i^7tf - h 5 g*t;^^|xf yi/3. 9 g N & 7jc ft 
» 5 . 5gllflD**3l*Hto!l&S*Lfcott#&.ttEE» 
^L.g|^Jw^DD*;UA20mliDx.>7jc^Tx 2, 4 
7 d 7i 'J > 2 . 3ml^lTU 

> £ JD X. x @ ft £ $ 3fc L x x ^ ;P 2 - ( 3 - * p p - 
2. 4, 5, 6 - ?• b 5 7 Jl/ * a ■<> V 4 JU) - 3- (2, 
4 - •>* 7 /U :* p 7 S / ) 7?H-|«^fc 0 C©x^;p 

2 - ( 3 - ? p p - 2 . 4, 5, 6-7-b77Jl*nK 
>V4 As) - 3- (2, 4-i?7A*n7;;) 7 * U 1/ - 
K 6 . 3 gi:^S!l^jn2. 5 g . N, N-^fjl* 
*A7$K20ml*jD*, 90TC?ll*IH|jDilfttt#l,fc o 
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tttt : 

HI * : 2 1 1 - 2 1 2 °C 
'HNMR (CDC1J 6 i 

1- 40 (t, J=7Hz, 3H), 4. 40 (q, 
J = 7 H z , 2 H) , 7. 0 2-7. 12 (m. 2 H) , 
7. 44 ( m . 1H), 8. 31-8. 37 (m. 
1H), 8. 33 (s, 1H) 
C # # m 7 ] 

?- ;u 5. 6, 7, 8-xh77;l/*o-l - (2. 
4-v7;U^D7x^.;U) -1, 4 - t K d - 4 - * * 

x f- ;u 2, 3, 4, 5, 6-^>^7;1/*d^>V-C 

: 

Hi : 1 7 2 - 1 7 3 t 
'HNMR (CDC ] s ) <5 ; 

1. 38 (t, J=7Hz, 3H), 4. 37 (q. 

J = 7 H z , 2H), 7. 08 (m. 2 H) , 7 . 
50 (m, 1H), 8. 18 (s, 1H) 
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( # % m 8 ] 

N - i h * •> iJ JU ** ^ ;u - 2 , 4-5?7;U3t-D-m-7 

8IK5 0 Om I i:2, 4 - J? 7;l/t D$*f 8 1 5 l g 
*to*fcfctt#L*#£lB»7MJ*A0#*l l 4 g £ 3 0 

•> + - < v v # <c tff a « * 4 i; /c o c n * i . si®** 

KiD*T 3 0 #Rg## btz'&ftft®£mW. 1 1®I§* 

Mo^^T'£ii^k^)^±T•^Tl:KiL 16 4. 
5g©2, 4--;7**D-5-^nSl||tfcft|S 

2. 4-^7;^D-5--hD$|,fi6. lg£20ml 
Ov^dd^^cJd^, * * if U X> * o »J K 3 m U N , 

Oy^DD^>i;j§^L x V ^ A T v K 2 . 1 g £ 5 m 1 
ON. N - V/ *)l*)ll*T i KKiO*.T*£Ttt# LT 
tClT Lfc 0 * © i* * 1 0 oi^SfiCRL 
T 5 #Rg$g# L /,: © £ % 4 5mliDxf;U-f;i, s 15ml 
©n-^**> N l o 0 m 1 © & ® * £ Jo A T^g t r> '<kft 
« 1/ ^ o # ft 1 £ 1 0 Om 1 O&^TjftofcOS, & * 
mm -7 7 * •> * a -cttftttttETcgtt l /Co ar!©3# 
©2£#tf$oTi*y-;U6m 1 £ flD *. 8 0 © ^ & + 
T'2l^raSDfiLT N fi»ON-ih + i/*yU -2. 
4 - y - 5 - _ N7-'J >©x*y-/l/jg$£ 
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±E&&K14ml©i*y-;U£ii2jOL^ 2. 0 g © 
> ^ 0. 2 g© 1 0%A t 7.;H ? i > ^t^jn 

* T - % (1 56^*3) ^STTK^^tlDL/Co #T fcB %l # & o 
© T 2 0m 1 <D / 9 J - * £ tin z. T t I f&m £ i& M L 
fc. itt^SETcSffi LWiH L *: « tt f B * flUSu 

v/d t , ;u-f;i/Ol$'CjSt- 3 T4. 0 g 

c # # m 9 ) 

N - K > ;l/ * * •> # ;U ** - JV - 2 , 4 - if 7 Jit a - 
m - 7 * — 1/ > if T i > : 

2. 4-^7;l/*o-5-^ha£S#$20. 3 g £ 
60ml®y^DD^ ^KiDX^ 'J o 'J K 1 0 m U 

N. N-i?>f;l"hAA7; Kl 5i*ttiT, 

L fc 0 »II J: « » © tt » * « E T ff * L fc 0 » il * 

3 0m 1 Ov^DD^>i:giai 5m I ON, N - i> 
y * ;U * ;P A T S K K j&D k T7j<&Tffi£# L T S * C , V 
•^^7y K7. 5 g*'>if -5llDifco ^©4* 1 0» 
^l^Tiigi:MLt 1 0#Pi3fl|#Lfc©*>. 1 0 0m 1 
ffi x f yi/ x - f iK 50mlOn-^ + -^>. 4 00ml 
©s?tS7jc*3!n]^TiS<i:9^^^t/Co W ® JI £ 4 0 0m 1 
©3fcg7j<T2|I]fto*:©£, ifTKBg^^r^v/^A-c^ii 
i^ETi:SSlfc, ^>y';b7^3-;H 2. 0 g £ j&0 
* n MEETKgfiSLl 5 0m 1 © h;l/X>£fln;LT4 0 °C 
©^«4 J T2^^i!lD^s 6 Ot0ilS1iT2 S^^Jni, 
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i o o v ®mr4* -c i mm tarn l tz © *> $ ee t cis^ u , 

> * ;U ** - ;u - 2 , 4 - 7 ;U t n - 5 - - Y u 7 - y > 

f§ it o 

tt»8 4g*3 0 0ml©3Kflf7K% 200ml©x?y- 
^©fittlCjDA, 8 0 < C-C$#LT^*4MC7ml©gig 

- ^ > 5; ;U * * •> # Jl/ # - ;U - 2 . 4 - ✓ 7 ;U * □ - 5 - 

- hor-U >Oii^ 1 0 0m 1 Ox^ y - ;H:j§^ L 

t is tz * \z mm? z m & iz & m-r -d m z. tz <d *> , sot 

1 5 # |fflflt # U fc o 5 0 0m 1 ©^>-tf>*jD*5^ra0lt 
# L /c 0 & # £ JgiJ L > x^;-;^S,/:0^2OOml 
©&S#*J0*.* ISi^^^L/Co ^ 

T K ft L fc o #f ffi L fc US fe © $ K- « £ * 'J J 7 7° d h° )l 

c ft as m 9 7 ] 

8-?dd-6, 7-^7Atn-l - (2, 
4--^7;U^D-5--hD7x-;U) -1, 4-vtK 

x^;u 8 - ? o o - 6 , - (2, 

4 - 7 ;u * d 7 x ^ ;U ) -1, 4 - t K □ - 4 - * * 
7 * y U > - 3 - * ;u # * •> u - h 2 . 5 g £ 1 5ml 
«=lDi, *»Tx ^1* 'J A 9 5 0 mg*^Lf-3lfli, 
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W bfz 0 #r flti £ flfc L s tKx j?xf ;u- 

x ^ T ft #1, fc „ 2. 4 gOfillE ft 

: 2 0 9 - 2 1 Ot 
'HNMR (CDC 1.) S ; 

1. 40 (t, J=7Hz, 3H), 4. 40 (q, 
J=7Hz, 2H), 7. 43 (t, J = 9 H z , 
1 H) , 8. 3 0 (s, 1 H) , 8. 3 6 (m. 2H) 

t n is m 9 8 ) 

x ^ ;u 8 - * n n - 6 . 7-^7;u^-p-i - (2, 
4-?7;^o-5-*^; A7;y 7x-^) -1, 4 

-vt Kn-4-t + v*; U > - 3 - * ** * •> i/ - h : 
x f- 8 - * d d - 6 , 7-v7;U*p-l- (2, 
4-->'7;u^-D-5-xhD7x-;l/) - 1 , 4-^tK 
D-4-t+V + /ij>-3-^^;+n-h2g, 10 
96'*7^7A£t^2 0 0mg^-^^DPx^>2 Om 1 , 

* » 1 om i km*., Tkm&mT. m&x' 3 f^mmw l , 
m*. £ & k-««# l/c 0 y >7'7>7^;u^- 

r ;U * JD A ^ ® # £ flt & L ^ x^y-;u N v> x f - ;U x - f 
1. 9 g ®*Efl:*tt6a*: 0 

it*: 2 2 3 - 2 2 9 t 
'HNMR (d 6 -DMSO) 6 ; 

1. 27 (t. J = 7Hz. 3 H) . 4. 23 ( q , 
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J = 7 H z . 2H), 7. 76 (t, J = 10Hz, 
1H), 8. 23 (t. J=10Hz, 1H). 8. 
33 (s, 1H), 8. 47-8. 60 (m, 1H) , 
8 . 5 1 ( S . 1 H ) 

c mm m 9 93 

1- ( 3 - 7 $ y - 4 , 6-v7;U*D7x-;lO - 8 
- * p d - 6 , 7-v?7;l/#o-l, 4-vhKp-4- 

x ^ 8 - ? a d - 6 , 7-^7;l/*o-l- (2, 
4-^7*tD-5-*;K;l/7;;7ii/l') -1. 4 

-vt F n - 4 - t + v * ; y > - 3 - a ^ #* * •> u - h 

1. 8 g*ig|5 m 1 , &Wt 2 0 m 1 iz 1JQ *. . 3 B$ 85 fln & 

litfco Sfc # & > $ E & *jg L > »«JCx^y-;i/*jD^. 

II # £ it ® L > v x f- ;P x - X ;U T ft & L rt: 0 1. 4 g © 
fll C <b £ ft £ ft fc o 

M .6 : 225-226. 5 t 
'HNMR (de-DMSO) (5 ; 

7. 09 (t, J = 8 H z , 1H). 7. 43 (t, 
J = 1 1 H z , 1H). 8. 40 (t. J = 9 H z , 
1H), 8. 69 (s, 1H) 

c n to m i o o ] 

x ^ ;u 5-^>s?;u* + S/-l- ( 3 - x h * •> * ;u 
i y - 4 , 6-v7;U;i-p7xX7U)-6, 7 - 
v 7 ;l/ * p - 1 , 4-vb KD-4-5f*y*/y>-3 
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- ij ;U ** * i, u - h : 

if-* 2 - *C> y ;U * * •> - 3 . 4 . 
D^>^;l,7tf-M. 3 5 g£*yH*£&x^,U8 6 Omg, 

2 g lift A 4 3R0ft||fttt# L fc 0 
JS^^ME28HSL/:o S1i:^od*;1/A2 0 m 1 £ Jo x. ^ 
zk # T > # # 0J 8 © N - x I* 4- •> * ;U ** — ;U - 2 , 4 - •>* 

1. 2 g , h 'Jxf^T; >0. 5 1ml 0^;-;l/2 Om I 

S&£MEfefttL> ili:^|f*'j^ 6 3 0rag, N, 
N-y>f ;Kwl/i7 ; K5ml*Hi, 9 0 V T 1 B$ Pa! 

# £ $ ^ L N :0|^^^oD*;K|;g^^ W & JI £ 

: 1 3 0 - 1 3 4 1 
'HNMR (CDC 1 , ) 6 ; 

1- 33 (t, J=7Hz, 3H), 1. 38 (t, 
J = 7 H z , 3H), 4. 26 (q, J = 7 H z , 

2 H ) , 4. 38 (q, J = 7Hz. 2H). 5. 

32 (s. 2H). 6. 41 (m, 1 H) , 6. 97 

(d, J=3Hz, 1H), 7. 19 (dd, J = 
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9 H z . 10Hz. 1H), 7, 26-7. 4 2 (m. 
3H) , 7. 6 4 (m. 2 H) , 8. 2 5 (s. 1 H) . 
8. 38 (t, J=8Hz, 1 H ) 
0 1] 

1- (3 - 7 i y - 4 , 6 - y 7 yi/ *• d 7 x - ;i/ ) - 6. 
7 - >/7;l/tD - 5 - h K o * •> - l . 4 - 'J t Kd-4 
- * * 7 * y U >-3 - 

t: - yi/ 7 ; ; - 4 , 6 - 7 ;u * d 7 x 4/ ) - 6 , 7 - 
v 7 ;U * o - 1 , 4 - * t K d - 4 - * + y * ; U > - 3 
-^^:+->l/-|>5 0 0 mgH8 %£ft7K3t& 5 m U 
SK5m 1 Kin*, -BftJ&DfiS^Lfco MflESfig 

^ ^aii-i^y-^^An^x B f* * « flfc u N yxf^x- 

r- ;u T ft # L fc o 1 3 0 m g O ft 15 ft £ ft * If . 

It * : > 2 7 0 
'HNMR (dg-DMSO) <5 ; 

6. 64 ( d d . J=6Hz. 1 2 H z . 1H), 
6. 99 (dd. 8Hz, 9Hz. 1H), 7. 49 
(dd, 10Hz, 11Hz, 1H), 8. 77 (s. 
1 H) 

c n t& m 1 0 2 ) 

1 - (3 - '<>-/;Pt+y*^t:-;i/7 • y - 
4 , 6 - *J 7 ;u * □ 7 x - ju ) - 6 , 7 - 7 ;u * d - 5 
- y ^ ;l> - 1 , 4-yt FD-4-tty + ; >J > - 3 - 
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iJ Jl< ** 4- > U - h : 
x ^ Jl 2 - > ;U - 3 . 4, 6-MJ7;^d<>>/ 
yl/7tf - h 2. 6 g** ;l/ h f Sxf 2 . 2 m g , 
&7jcgfc&3. 1 g Kinx. 2 5 Him ft ft # L /Co EL 
fofcZMEEfetilLtZo Hii: ^ d d twl/A 2 Om 1 fln x. ^ 
7.K # # #J 9 © N - *C > it JV * + *> *7 ;U ** - ;u - 2 , 

4-5?7;l/*D-m-7x — 1/ > y 7 ; > 2 . 7 8 g O ^ 
d d *;u A 1 OmlM^ITLfc, fi&T&T&x SfflT 
1 *IB!tl* L fc. S£fc*&£E£*£L> SflE <;: Jtltt * U * 
^ 1 . 6 5 g , N, N-yyf;l/*;l/A7; K 1 0 m 1 * 
ftIA, 9 0 VT< 1 *Nlft]ftag# L/: 0 ttfttt. K £ « * 
# K JO * * VfliiLfcH{*«-»»Ufco C©@#£?PO* 

ft . Sl^Silfc, » fi II x ^ y - yu % v a. ^ ;u x - f 

4 g©^f2rt:£^£*§/c e 

Si! * : 2 0 2 - 2 0 4 t 
'HNMR (CDCIJ 6 ; 

1. 38 (t, J=7Hz. 3H), 2. 92 (d, 
J=3Hz, 3H), 4. 38 (q, J = 7Hz, 
2H), 5. 21 (s, 2H), 6. 50 (t, J 
= 9Hz, 1H), 7. 08 (brs, 1H). 7. 
19 (t, J = 10Hz, 1H), 7. 39 (brs, 
5 H ) , 8. 27 (s, 1H), 8. 38 (t, J 
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= 8 H Z , 1 H ) 

immm 103] 

1- (3-7^7-4, 6-i?7^*D7iiA) - 6, 
7 - y 7 ;l/ 1 d - 5 - ^ f ;l/ - l , 4 _ b k o - 4 - * 

-4. 6 - 7 /U * P 7 x - ;u ) ] - 6. 7 - y 7 ;b * d 

4 - i? k K d - 4 - t * v + ; ij > - 

3-*;U*'+->U-h2g*iaitl Oml, |$20ml 
KflD*., 3^lfllftl«hattL^:. lEgfiSL. 

ft # L /c 0 9 4 Omg©Siefk^^^H^ 0 

life j& : > 2 7 0 *C 
'HNMR (de-DMSO) <5 ; 

2. 8 6 Cb r s. 3H) . 7. 0 7 (t. J =8Hz, 
1H), 7. 20 (m, 1H), 7. 52 (t, J 
=llHz. 1H), 8. 81 ( s , 1H) 

c n m m 1 0 4 ) 

* f- ^ 5. 6, 7, 8-TH71UD-1- (2, 
4-v7;U^-D-5-~hD7i-/U) -1, 4 - 5; t K 
D-4-^-*v*yij>-3_^;| /J j{4.. >l/ _ h : 

i ;U 5, 6, 7, 8-7 L h77;l/^-D-i - (2. 
4-v?7^*D7x-A) -1, 4-vtKn-4-*4- 

y * y »; > - 3 - * a, *" * > u - f, m ^ fz {3 ^ {i ^ tt ^ 
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9 7iB»i:i;T8Eft^ft*fffc, 
tttt : Mfetfl* 

Sfc J^C : 2 3 5 - 2 3 8 t 
'HNMR(d.-DMSO) 6 ; 

1. 26 (t, J=7Hz, 3H), 4. 23 (q, 
J=7Hz. 2H), 8. 15 (t, J=10Hz, 
1H). 8. 54 (s, 1H) , 8. 95 (t. J 
= 8 H z . 1 H ) 

c m m m 1 0 5 ) 

5. 6, 7, 8 - f ^ 7 7 t □ - 1 - C2, 
4-J?7;l'tD-5-*;KJl'7;/7ii*) - 1 , 4 
- v t + y iJ>-3-*^*>yl/-|« : 

x f- ;u 5, 6. 7. 8-xh57;l/*D-i - (2, 
4-v7;l/^-D-5--ho7x-;U) - 1 , 4 - t K 
p-4 - * * 7 * y >J >-3-*;U h £ ffl c> 

«*l**lfifll 9 8 tm&iz l-cm&<t4<b*1*t:o 

1 7 9 - 1 8 2 1C 
'HNMR (d s -DMSO) 5 ; 

1. 25 (t, j=7Hz, 3H), 4. 22 (q. 
J = 7Hz. 2H), 7. 78 (t, J = 10Hz, 
1 H) , 8. 3 4 (s, 1 H) , 8. 4 4 (s, 1 H) , 
8. 55 (t, J=8Hz. 1H) 

c m m m 1 o 6 ] 

)l 5 - K > i? jut i ; - 6 . 7, 8 - h 'J 
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D-l - ( 2 , 4-if7Jls*a-5-*Jl<iJl<7i;7j. 
- ;U) -1, 4-ytKD-4-**y*/'J>-3-rt 

;i/ * •> U - h : 

x ^ ;U 5, 6, 7. 8-xh77;U*n-l - (2. 
4-?7;^n-5-*A;A7;;7ii*) -1, 4 

-n Ko-4 - t*v + ; y > - 3 — *yujfc+->u — h 

8 0 0 m g x K>yjP7; >0. 2 1ml, & 7fc #t & # U 
n2 4 0 m g £ h;H> 3 Om 1 Kim*, — Ife ftl & 3 ffiE 
Lto # & * iEgiU 3Sfi«C^nD*;UA*Jn^ % 

SIC 5?xf ;l/x-f ^*DDi, @f*£iiIRUs 5? x f- ;u 
i-7^t$|l/:, 6 0 OmgO^iefb^lJ^llfc. 

Hi! * : 1 5 1 - 1 5 6 °C 
'HNMR (d 6 -DMS0) S ; 

1. 24 (t, J = 7Hz, 3H). 4. 19 (q, 
J=7Hz, 2H), 4. 66 (m, 2H). 7. 
29 (m, 2H), 7. 36 (s, 3H), 7. 73 
(t. J = 1 1 H z . 1H) , 8. 33 (s, 2H), 
8. 50 (t, J=8Hz, 1H) 

c n m m 1 o i ] 

x^;u 5 - 7 ; y - 6 , 7, 8- MJ 7;^d - 1 - 
(2. 4-y7;l/*o-5-*;l/i;i/T$y7xx;u) - 
1. 4-vh K o - 4 - * * V + ; 'J >-3-rt;U*K*-> 
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x ^ ;U 5 - ^ > ^ 7 ; ; - 6 , 7, 8 - MJ 7 ;U * 
p - 1 - (2, 4 - •>' 7 ;u * d - 5 - * ;u ~ ;u T S y 7 * 
- - l, 4 - y t K d - 4 - t + v + y y > - 3 - ^ 

- h 6 0 Omgx 1 OW/^^H^Il OOmg 
£x * y - ;U 2 0ml, gfcgcl Om 1 K Jj0 ;U #*&flE7\ 
SST2 BBItt^ l/fc. >>:/5>74;U*-Tttii£« 

* b n Lfc 0 a si y x f x - f ia 

*. > ® # £ ill & L , x ^ ;U x - «r ;u t L „ 4 2 0mg 

§*! .6 : > 2 3 0 ( # A? ) 
'HNMR (d,-DMSO) 6 ; 

1. 25 (t, J=7Hz. 3H), 4. 20 (q, 
J=7Hz, 2H). 7. 73 (t. J=llHz. 
1H). 7. 88 (brs, 2H), 8. 30 (s, 
1H), 8. 34 (s. 1H). 8. 49 (t, J 
= 8 H z , 1 H ) 

c m m m i o 8 ] 

5-7';;-l- (3-7U-4, 6 - v 7 ;U * o 7 
x x ;U ) - 6, 7. 8-hiJ7;KD-l, 4-vhKp 
-4-**y*/ij>-3-#,u**>$ : 

x f - ;u 5-7;/-6, 7, 8 - MJ 7;l/t o - 1 - 

( 2 , 4 - S J 7 ;U * D - 5 - * JU i )V T I J 7 x — )l> ) - 

1, 4-vt K d - 4 - t + V + y U > - 3 - * ;l/ sK 4- •> 

b - H £ ffl l> 13 *Mi H ifc 0J 9 9 £ d3 fC LTlEft^l5 
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* n fz o 

M jS : > 2 7 0 
'HNMR (d.-DMSO) <5 ; 

7. 14 (t, J=8Hz, 1H), 7. 42 (t, 
J=10Hz, 1H), 8. 50 (s. 1H) 

immm i o 9 ] 

4, 6-^7;U^-D7x — ;U)-7-^dd-1, 4-^ 
t F d - 4 - t + 7 - 1 , 8 - t7f 'J - 3 - 

x ;u 2, 6 - •^^DD^Dfy'f ;P7tf - Hi. 
8g^t;K-?gxf ^8. 8ml, ft * ft & 1 3 m 1 K 

1t&%d 3 . 2 g i: h ;l/x > 2 0 m 1 ^Joi, #%0tj 9 ON 
- ^ > 5? ;U * + •> # ;U # x ;U - 2 , 4 - 5? 7 ^ * d - m - 
7xxu>->'7i>3. 1 g(DhH>l 0ml, x * y - 
vUl Om 1 jgift^iTU ffiTmj'&, 3fe ttt # L 

fco SSS^^EgiL^ x ^ ;u 2 - (2, 6 - v ? □ 
D^rj^y^;u) - 3- ( 3 - * > i? ju* * -> -to JU — 
7 W - 4, 6-^7;u^-D7x-;i/T^y) 7 ? D 1/ - 
h * » . * © £g £ N , N--^f;^;^7i KlOml 
ftaaUtfAl. 3 9 g^ioi, iiSt-l| 
tB#L/c«, £ tE & £ zk zK * i:SA L @tt£i£& L . x * y - 
;K •/if;u-r;i/0ldi:il^, 3. 4g©*fie-ft£^ 
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84 £ : 242-243^ 
'HNMR (CDC 1,) 6 ; 

1. 41 (t. J=7Hz, 3H), 4. 41 (q, 
J=7Hz. 2H), 5. 22 (s, 2H), 7. 
01 (brs, 1H), 7. 13 (t, J=9Hz, 
1H), 7. 37 (s, 2H). 7. 40 (s, 3H). 
7. 50 (m, 1H), 8. 35 (m, 1H). 8. 
54 (s, 1H), 8. 72 ( d . J=8Hz. 1H) 

[mmm i 1 o ) 

1- (3-7; y-4, 6 - 7 /U * d 7 x - ;lO - 7 
-?oo-l, 4-nFo-4-t*V-l, 8-^7 

* U y > - 3 - ij )V # > Wt : 

x f - l - (3-^>v;i/t+y*;t't:-;b7; 

4. 6-v7^tD7x^;M - 7- ^pp-1, 4 - > : 
t Fo-4-t + y- 1, 8 - t 7 f 'J > - 3 - *7 ;U *' 

* •> 1/ - h 1 . 0 gi:i 28S6|4m I N ftS8oi 1 * 
ft] * > 3B5fgflO&&ffiEL> IiST-!«!j)![j$lfc„ fi 15 + 
KflrliiUfcllttfcflMfcLT* i * / - ;K ? p o A N 
y x * x - -f- ;u© « k ft 5 5 Omgfliieit^^* 

/»- o 

tttt : ftfeft* 
14 * : > 2 7 0 t 
'HNMR (d.-DMSO) 6 ; 
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7. 07 (t, J=8Hz, 1H), 7. 44 (t, 

J = 1 0 H z , 1H). 7. 80 (d, J=8Hz, 

lH),8.78(d,J = 8Hz. 1H) , 8. 

9 6 ( s . 1 H ) 

s immm i i i ) 

7-?dd-6-7;U*o-1- (4-7;U^- D -3- 

- h p 7 x ^ ;U ) - l, 4--/b Fo-4-t + y- l, 

8 - 7^ 7 f J > - 3 - ii )\> ** > m : 

7-?dd-6-7;U*d-1- (4-7;u^-D7x- 

io >l) - 1 , 4 - t F o - 4 - t * y - 1 , 8-^-7^'; 

$>>-3-**#>«l. 5g$li|l Omiciiil, 
58 ® D 7 A 1 . 4g£4>Lo'oj(jn;L, 8 0 2 llf^jD 
&ft#L/c 0 ttfcfc^ l/: 0 «f ffi L 

If ft £ $ 3fc L ^ 7K X x^y-;u % yif ;U-f Jl/T|$ 
is I/:. 1 . 1 gC^tefb^^^Ufco 

K£ : > 2 7 0 t 
'HNMR (d 6 -DMS0) 5 ; 

7. 89 (t, J = 1 0 H z , 1H), 8. 0 9- 
20 8. 17(m, 1H), 8. 59-8. 66(m, 

1H), 8. 80 (d, J=7Hz, 1H), 9. 
0 8 ( s , 1 H ) 

immm i 1 2 ) 

7-^DD-6-7;i/tD - 1 - (4-7 ;u * 
25 n-3-^hD7 i x;U)-l, 4-yh Fo-4-t + 
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7-1, 8-t7f 'J y>-3-*yl/#*J/l/ - l> : 

^ y - ;i/2 5 m l i:jg^bf t-;n g^^TL^ c © 
i§$i:7-^DD-6-7;PtD-i - ( 4 - 7 ;u * d - 
3--hD7x-;U) -1, 4-vh F o - 4 - t + V - 
1. 8-t7f'J^-3-*^>K>il. lg^SD^x 
-Bfcta&Sifft L /c 0 i£3iL. « i6 K * x yU 

St*: 2 0 7 - 2 1 2 t 
*HNMR(d 6 -DMSO)(5; 

3. 78 (s. 3H). 7. 87 (d. J=9Hz. 
1H), 8. 10-8. 17 (m, 1H). 8. 54 
- 8 . 6 2 (m, 2H), 8. 78 (s, 1H) 

(ii^j i i 3 ) 

1- (3-7^7-4-7 ;b/j-a7x^;l/) - 7 - ? d 
d-6-7;1/*d-1, 4-yhFn-4-t+7-l, 
8 - 7- 7 f 'J > - 3 - ;U ** > H : 

t * )\, 7-^no-6-7;U^-p - 1 - (4-7 
D-3-^hD7x-;U) -1, 4 - v h K □ - 4 - * * 
V - 1 , 8 - 7- 7 f ij > - 3 - 1: + ■> L/ - h 6 0 0 m g 
^^-^30mU lOmU ^DDi^30ml 
1 0%A'7-^A^f 1 0 0 m g * in *. . * 
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£&lm 1 * HO * * 1 0 Or-C-BfcJo&ft^L/Co £ S & 
£ M E £ 81 L , )^ 81 K x ?■ ;[/ x -- -r ;U £ Jo * N @ ft: £ fl| 
L , i^xf Ai-f ^TftHLfc, 16 0mg£D^fe-fk 

14 * : >2 7 Ot 
'HNMR (d ( -DMSO) 5 ; 

6. 74-6. 83 (m, 1H), 6. 96 (dd, 
J=3Hz. 8 H z . 1H). 7. 23 (dd, J 
= 9 H z , 1 1Hz, 1H), 8. 76 (d, J - 
8Hz, 1H) 8. 79 (s, 1H) 

c m m m 1 1 4 ) 

x f- ;!/ 7 - ? □ d - 1 - (3-x^i/*;H-^7 

W-4, 6 - 7 ;U * p 7 * x ;i, ) - 6- 7;U^"o-4 

- * * V - 1 , 4-vfcKo-l, 8-^-7^'J->'>-3 

- # JU ** * v U - h : 

1. 2 5 g O 2 , 6--^DP-5-7^tDi-jf y 
>f if;i/xxr;i/^^fti:j:otfFfi!cl/:3- 
-x. h + •> - 2 - (2* 6' - y * n o - 5 ' - 7 ;U * o x 

^ *g fa 1 0 m 1 \Z „ # % 0j 8 © N - x h 4- •> # ;u *; ,u _ 
2, 4-v7;U^-D-m-7xXi/>^7J>.y^> z 
^ * > K Jfi 1 . 3 0 g^, 5 0 0 mgOMJxf^7;> 
£ £ *> K JD * fc • d®8tt£ttflET(C»ttLfc 0 C tl C , 
5 Om 1 ® * d d * ;U A 5 Om 1 ©&§7k£]!lD;LT|g,fc9 
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T K g L 0 SI *t K 2 . 1 g © & zfc ^ $ # U »7 A £ 4 m 1 
© N . N-v?>f ;l/tJl/A7; K*ftliT9 OtTl 5» 
JK^L/i 0 &?pL/x 50mlO^DD*;l/A<»:300ml 
©JK®7K*ftlAT^jft % d n *;PAJ1* % 3 0 0 ml 

x*y-,K .^^ y^o t°;l/x--f ;UOH|iKftoT, 6 4 7 m g 

St*: 2 0 9 - 2 1 2 1 
'HNMR (d 6 -DMSO) 6 ; 

1. 24 (t, J = 7Hz. 3H). 1. 28 (t, 
J=7Hz. 3 H) . 4. 13 (q, J = 7 H z . 
2H). 4. 24 (q, J=7Hz, 2H), 7. 
70 (t, J=10Hz, 1H), 8. 03 (t, 
J = 8 H z . 1H), 8. 54 ( d . J = 8Hz, 
1H), 8. 76 (s, 1H) 

c w i i 5 ) 

6 - i?7^t D7x-A) - 6- 7;U^-D-4-^ + y- 
1. 4-vtKD-l, 8-7-7f'Ji;>-3-*At;> 

■x. 4/ 7-^do-1- (3 - x h + ->*;l/*'^;n 
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- * * 7 - 1 , 4 - J> k K D - 1 , 8-^7f iJy>-3 
-2/;l/*-*->l/-h2 0 0mg£l. 5nil®3||jS$ 
<t 1 m 1 <DmWt(D mfclZtn tlx „ 3^fK4 0 # flj£ # ](lD & 3 
flfc L e ft # L , #r £ti $ £ flt flfc L , x*y-;K •>* f 7 7* 

Si*: 2 3 3 - 2 3 5 t 
'HNMR (de-DMSO) <5 ; 

1. 24 (t, J = 7Hz, 3H), 4. 13 (q, 
J = 7Hz, 2H), 7. 71 (t. J = 1 0 H z , 
1H), 8. 08 (t. J = 8 H z . 1H), 8. 
7 7 (d, J = 7 H z , 1 H) , 9. 0 6 (s. 1 H) . 
9 . 6 5 ( s , 1 H ) 

c mi m i i 6 j 

1- ( 3 - 7 5 y - 4 , 6 - y 7 ;u ^ d 7 x - ;i/ ) - 7 
-*no-6-7;U*o-4-**y-i, 4 - •>* fc K o 
-1. 8-^7f-ijy>-3-*;U^>if0jgi|^^jsg: 

x*;P 7 - ? n o - 1 - (3-xh + «>Hi|fiA7 
^y-4, 6-^7;^D7i-;M -6-7JU*a-4 

- * * 7 - 1 . 4 - i? t K d - 1 , 8-t7f'Jy>-3 

- * ;U?K* -> U - h 2 0 Omg^m 1 ©6 £ 2 m 1 

tfriiJ$j£fclK L , fti££&ET<c£*&L, j|li:6m ] ® 
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i: S ^ t > 1 m 1 ©x*y-;u£flo;iTS!citLT£i;rt:#f 
iti $J £ At & L , y >f y 7" d tr /U x - x /KZ> 11 

CfSffifl 117) 

7 - (3 - 7 ; ; 7*fy> - 1 --fA) -1- ( 3 - 
T i y - 4 , 6 - 7 ;u * n 7 x — ;l/ ) - 6- 7;U^d- 
1, h'D-4-t + y-l, 8 - f 7 f 'J i? > - 

3 - * ;U > m : 

1- (3-7; y-4, 6-^7/1/^0 7!-^) - 7 
-?oo-6-7/l'*D-l, 4-nh'D-4-* + V 
-1, 8-t7f'j.^-3-*^#>S3. 7 gi3- 
7 5 / 7 -tff- y > 2. 18giMJxf;b7^ 

6. 0 6g*7t h-MJA/2 0 Om I Cftlifc, 8 Ot 
Tl 5B#Ra&#Lfco ?ft«tl;fclft*5aLfc e x*y- 
/K ^V/Dlf/H-f/^illlT, 3. 7 g © H K ft 

£ ® % n fc o 

: 

K.^ : 1 6 8. 5 - 1 7 0. 5 V 
'HNMR (d,-DMSO) 8 ; 

3. 60-4. 60 (m, 5H), 5. 35 (brs. 
2H), 6. 95 (t, J=8Hz. 1H), 7. 
35 (t. J = 1 0 H z . 1H). 8. 03 (d. 
J - 1 1 . 5Hz. 1H), 8. 68 (s, 1H) 

c m m m i i 8 ) 

1- (3-7;;-4, 6 - 7 /U * o 7 x — 7U ) - 6 
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-7JU*a-7- (3-t K d * •> 7 -i? *■ S? > - 1 - -f 71, ) 
-1, 4-i>k + 8 - t 7 f J y > 

- 3 - ij JU *' > g : 

1- (3-7W-4. 6 - s; 7 ;!/ * d 7 x - ;l/ ) - 7 
-*do-6-7;I/*d-i, 4 - n F d - 4 - t + y 
-1. 8-^-7^'; ^>-3-*;UjH>a<!:3-fcKD + 
•> 7 -t? * v > & K g i h 'J x f ;l/ 7 ; > * Jfl I* fc ffe li . H 
Jfc 0J 1 1 7 i ® ft iz L T ffi 12 ft £ % £ $ fc 0 

B&.£:>253 , C(##) 
1 H N M R (d s -DMSO) 6 ; 

3. 60-4. 65 (m. 5 H) . 5. 35 (brs, 
2H), 5. 82 (brs, 1H). 6. 9 5 (t, 
J=8Hz, 1H). 7. 35 (t, J = 10Hz. 
1H), 8. 03 (d, J - 1 1 . 5Hz, 1H), 
8 . 6 8 ( s , 1 H ) 

c m m m 1 1 9 ) 

1- (3-7;;-4, 6 - v 7 * n 7 x ^ ;U ) - 6 
-7 7l/*o-7 - (3->f;l/7;y7ffi?>-l--f 

^ ) -1. 4-vhKD-4-**7-l, 8 - ^ 7 ^ V 

>' > - 3 - ij JV > g : 

1- (3-7;;-4, 6 - ^ 7 7U * d 7 x - ;U ) - 7 
-^od-6-7;^d-i, 4-yt Fo-4-t + y 

i / 7 -if * V > ~ ggfcig £ h 'J x f ;l/ 7 $ > £ ffl ^ ffc t* % 
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mmm 1 1 7 tmnt LTmtz<t&®£&tz 0 

Hi .6 : 1 3 5 . 5 - 1 4 0. 5 t 
1 H N M R (d.-DMSO) <5 ; 
5 2.53(s,3H).3.80-4.90(m. 

5H). 5. 38 (brs, 2H), 6. 97 (t. 
J = 8 H z . 1H), 7. 36 (t. J = 1 0 H z , 
1H). 8. 11 (d, J = 1 0 . 7Hz, 1H), 
8 . 7 0 ( s , 1 H ) 

io c mm m 1 2 0 ) 

1- ( 3 - 7 ; / - 4 , 6-y7J^D7i-;l) - 7 
- (3-xf *7;;7"tff '^-l-O) - 6- 7 ;U 

* o - 1 , 4--;t h'o-4-t + V-l, 8 - t 7 f J 

> - 3 - ii )V # > & : 

15 1- (3-7S/-4, 6 - v 7 ;U * d 7 x ^ ;u ) - 7 
-^na-6-7;U^-D-l, 4-vtKn-4-^ + v 

-1, 8-t7f'J-^-3-*;H>Kt3-xf;i,7 

20 tttt : 

Hi*: 122. 5-1241 
'HNMR (de-DMSO) 6 ; 

0. 98 (t, J = 7 H z , 3H) 2. 45 (q, 
J = 7Hz. 2H). 3. 20-4. 80 (m. 5H). 
25 5 . 3 4 (brs, 2H) , 6. 94 (t, J = 8Hz, 
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1H). 7. 35 (t, J=10Hz. 1H). 8. 
01 (d, J = 10. 7 H z . 1H). 8. 67 (s. 
1 H ) 

c % it m i 2 n 

1- (3-7;;-4, 6 - 0 7 ;U * d 7 x ^ ;tO - 7 
- (3-'^f*7W7^f '^-lM/l') - 6- 7 
;U * d - 1 , 4-v?tKD-4-**y-l, 8-^-7^ 

y s; > - 3 - * ;u ** > K £ $ £ : 

1- (3-7W-4, 6 - v 7 >>U * d 7 x - ^ ) - 7 
_^po_6-7;P*d-1, 4-5?bKn-4-**y 
-1. 8-t7f'jy>-3-*;l/t;>Si3-y'yf;b 
T $ y7-t?f-v h 'Jxf^7 ; > £ ffl ^ /c ffe 

i* * mmm i 1 7i^tiicLTaE<k^tt©7 

/Co :©IH:l 1 0mg^^DD*;K5m 1 
4StlgS/l, 4-y**tf>2ml*HD*.fco»i«* 
Silt, iSi:x^y-;l.2m 1 £ U fc H (* 

ilfc^:>24 2 , C(^P) 
'HNMR (d 6 -DMSO) S ; 

2. 72 (s, 6H), 3. 90-4. 80 (m, 
5H). 5. 20-6. 70 (br. 2H), 7. 
18 (t, J = 8Hz, 1H), 7. 45 (t, J 
= 1 0Hz, 1H), 8. 13 (d. J = 1 1 . 1Hz, 
1H), 8. 73 (s, 1H) 
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inmm 122] 

1- ( 3 - 7 ; ; - 4 , 6-y7;P*D7x-;U) - 6 
-7;U*n-7- (F7^-2-yf/b-3-7; 77 

■t* f- > - i - -f * ) - l, 4-nFD-4-t*y- 

1 , 8-t7f ij v>-3-*;U'>|: 

1- (3-7; ;-4, 6-v7;l'to7 i -^) - 7 
-*od-6-7;U*p-1, 4-n Ko-4-*+y 
-1, 8-t7f >Jy>-3-r);l/!};'>Sl!i F7>^-2 
- / ? Jl - 3 - 7 S y7-tf^x>-ig^lg<»: h ijxf;P7 

$ njfe^j i i 7 tmn\z LTMtz<t&® 

8* : > 2 3 7 t (^i) 
'HNMR (d 6 -DMSO) 6 ; 

0. 90-1. 35 (m. 3H), 3. 20-3. 
55 (m, 2H). 3. 80-4. 60 (m, 2H), 
5. 37 (brs, 2H). 6. 85-7. 05 (m, 
1H), 7. 25-7. 50 (m, 1H). 8. 09 
(d. J = 9 H z , 1H), 8. 72 (s, 1H) 

t&mw 1233 

7 - (3 - 7 ; ;7^fy > - 1 - -1- ( 3 - 

T i S - 4 , 6 - •/ 7 ^ t D 7 i - )l) - 6- 7 7U^d- 
1, 4--/t Fd-4-^ + 7-1, 8-^-7^'J->'>- 
3 - a ;b ** > ft p-h^x>x;i/*>ftjtg : 
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M .6 : 1 7 9 - 1 8 4 1 
'HNMR (d ( -DMSO) <5 ; 

2. 28 (s, 3H), 3. 50-4. 80 (m, 
5H), 6. 96 (t, J=8Hz. 1H), 7. 
11 (d. J = 8 H z , 1H), 7. 37 (t. J 
= 10Hz. 1H). 7. 48 (d. J = 8Hz, 
1H), 8. 12 ( d . , J = 1 1 . 1Hz, 1H), 
8. 30 (brs. 3H). 8. 74 (s, 1H) 

7 - (3-7W7*f y>-l->f^) -1- (3- 
T I ; - A , 6-^7;i/^D7x-;u) -6-7;t/*D- 
1, 4-n Fn-4-t+V-l, 8 - t 7 f J > - 

ft £ ft 1 1 7 <h > * > X ;U * > g £ ft i >fc ^ || ^ #ij 
5 2 • i ft # K L T , & IS it £ % * ft o tt : $ ft t» * 
H.£ : > 2 1 4 t (#f¥) 
'HNMR ( d 6 - D M S 0 ) <5 ; 

2. 34 (s. 3H), 3. 80-4. 80 (m. 
5H). 6. 96 (t, J = 8 H z , 1H), 7. 
37 ( t . J = 1 0 H z , 1H), 8. 14 (d, 
J = 1 1 . 2Hz, 1H). 8. 31 (brs. 3H), 
8 . 7 4 ( s , 1 H ) 

c n n m 1 2 5 ) 
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7 - (3-TiS-3-/7A>Tif1-z?>-l-<{A>) 
-1- (3-7; ;-4, 6-->'7;U^-D7x-;U) - 6 

- 7 ;i> * n - l , Fo-4-t + y- l, 8 - * 

7f ij s; > - 3 - *;PjK>B : 

1- (3-T^y-4, 6-v7;l/^"P7x~;U) - 7 

-1, 8-t7f iJ^-3-^^:>|i3-7;y- 

tz&frv, m m m 1 1 7 i ^ $ k l t ig is <t & m * n tz . 

it ,6: 244-246. 5*C 
'HNMR (d B — DMS 0) <5 ; 

1. 42 (s, 3H), 3. 20-4. 5 5 ( m . 
4H), 5. 37 (brs. 2H), 6. 95 (t. 
J = 8Hz, 1 H) , 7. 36 (t, J = 10Hz. 
1H). 8. 07 (d, J - 1 l . l H z . 1H), 
8 . 7 1 ( s , 1 H ) 

mmm i 2 6 ) 

7 - (3-L-77-;l/7; ;7t'f •;> - 1 - ^b) 
-1- (3-7S/-4, 6-y7;KD7i-;H - 6 

- 7 ;1/ * d - 1 , 4-ytKD-4-**7-l, 8 - i- 
7 f- U v > - 3 - ij JU # > $ : 

1- ( 3 - 7 5 y - 4 . 6 - 7 ;U * o 7 * ^ ;U ) - 7 
-^dd-6-7;I/*d-1, 4-^tKo-4-**y 

- 1 . 8-t7f'Jy>-3-*;l/t:>Ki3-L-77 
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IK*: 208. 5 - 2 1 4 *C 
'HNMR (d.-DMSO) 6 ; 

1. 28 (d, J=6. 8Hz, 3H). 3. 55 
-3. 75 (m. 1H), 3. 70-4. 80 (m, 
5H), 5. 38 (brs, 2H), 6. 97 (t, 
J = 8Hz, 1 H) , 7. 36 (t, J = 1 0 H z , 
1H). 8. 07 (d, J = 1 1 . 1Hz. 1H). 
8- 70 (s. 1H). 9. 07 (brs, 1H) 

c % m m i 2 7 ) 

1- ( 3 - 7 ; ; - 4 , 6 - 7 ^ * d 7 x - ;i/ ) - 6 

-7;l/*o-7 - ( 3 - L - ^' >J ;l/ 7 ; y 7 -t? ^ v > - 1 

- f ^ ) -1, 4 - •>* b K n - 4 - * * 7 - 1 . 8-^-7 

f- U > - 3 - # ;l/ # > R : 

1- ( 3 - 7 S y - 4 , 6 - 5? 7 ;U * o 7 x - ;l> ) - 7 
-*dd-6-7;u*d-i. 4-n 
-1. 8 - t 7 f J i> > - 3 - * ;l/ *' > 8 i 3 - L - a' ij 
*7 5 /7*f-5> h ijxf^7i >*fflHfc 

ffcli* Sttfll 1 1 7 iH«i:LT«Eft*«itfffc 0 
tttt : 

St*: 262. 5 -264. 5 "C 
'HNMR (d ( -DMSO) 6 ; 

0. 78 (d, J=7Hz, 3H). 0. 85 (d. 
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J = 7Hz, 3H), 1. 70-1. 95 (m. 1H), 
2. 91 ( d , J = 5 . 5 H z . 1H), 3. 70 
-4. 80 (m, 5H). 5. 35 (brs, 2H), 
6. 95 (t, J = 8 H z , 1H), 7. 35 (t, 
J = 10Hz. 1H), 8. 06 (d, J = 1 1 . 
1Hz, 1H), 8. 52 (brs. 1H), 8. 
6 9 ( s , 1 H ) 

t m m m 1 2 8 ) 

1- (3-7;y-4, 6 - 5* 7 /I/ * o 7 x — ;U ) - 6 
-7;U*o-7- (3-yf^7W t , o'Jy>-l-'f 
;U) - 4 - t + V - 1 , 4-n Fd-1, 8 - t 7 f 'J 
v > - 3 - 27 ;U *' > H : 

3 - / f;b7 ~ y e o »; > - JS»*I*flli*fcHfrtt* 

tttt : 

Hb*: 2 7 3 - 2 7 6 1 ( # 8? ) 
1 H N M R (d 6 -DMS0) <5 ; 

1. 79 (m, 1H). 1. 93 (m, 1H), 2. 
24 ( s . 3H), 5. 35 (brs, 2H), 6. 
96 (t. J=8Hz, 1H), 7. 36 (t. J 
=10Hz, 1H). 8. 03 (d, J=12Hz. 
1H), 8. 68 (s, 1H) 

c n m m i 2 9 ) 

1- (3-7W-4, 6 - 7 ;l> * d 7 * .=. ) - 6 
-7;U*d-7 - C(3S) - 3- (/ * Jl7 i S ) t°D 



WO 96/23775 



132 



PCT/JP96/00152 



'J v > - 1 - ^ )\, - 4 - * * v - 1 . 4 - •>* h K d - 1 , 

(3S) - 3- (>f^7;/) d y > 
<^ S * li&ifcfll 4 8 U8Eft^tt^Sfc 0 

Ii!.£:24 6- 248 < C(#8?) 
'HNMR(d.-DMSO)<5; 

1 . 7 9 (m, 1 H) . 1 . 9 2 (m. 1 H) , 2 . 
23 ( s . 3H), 3. 18 (m, 2H), 5. 35 
(brs. 2H), 6. 97 (t. J = 8 H z , 1H), 
7. 3 6 (t, J = 1 0Hz, 1 H) , 8. 0 2 (d. 
J = 1 3 H z . 1 H ) . 8. 68 (s, 1H) 

c m m m 1 3 0 ) 

1- (3-7-7-4, 6 - y7;btD7i_;H - 6 
-7;U*o-7- [ ( 3 S ) - 3- ( x ^ ^ r $ y ) t°o 
■J * > - 1 - 4 >U1 - 4 - * * v - 1 , 4 - v t K d - 1 . 

(3S) - 3- df;b7W) t° d U v > ~ ig & £ £ ffi 
l*fcS*tt*li«4 8 i^^iC LT^ie-fb^^^^^o 
: 

i*: 2 4 8 - 2 5 1 t (^i) 
'HNMR (d 6 -DMSO) S ; 

0. 98 (t, J = 7 H z , 3H). 1. 75 (m, 
1H), 1. 95 ( m , 1H), 5. 35 (brs. 
2H), 6. 96 (t. J=8Hz, 1H), 7. 
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36 (t, J=llHz. 1H), 8. 01 (d, 
J=12Hz. 1H), 8. 67 (s, 1H) 

innm 1 3 1 ) 

1 - (3-7; y-4, 6-y7A'tD7xi^) -7 
s - (3-7;;-3-yf;H?D"JS?>-l->r*) - 6 
-7A>*a-4-**V-l, 4-vtKp-l, 8 - * 
7 f- »J > - 3 - ii )V sJC > Bl : 

3 - 7 « J - 3 - y f^tfo U 5? > ~ £ » £ £ fl§ n fc a 
*Wi £ * «4 8 i ^ « K l/T«Eft^«*f|fc, 
io ttft : 

H j& : 2 2 3 - 2 2 5 1 
'HNMR (de-DMSO) «5 ; 

1. 20 (d, J = 3 H z , 3H), 1. 60 (m. 
1H). 1. 71 (m, 1H), 5. 35 (brs, 
» 2H),6.96(t,J=8Hz,lH),7. 

36 (t. J=10Hz.lH), 7. 99 (d, 
J=13Hz. 1H). 8. 63 (s. 1H) 
(ti«»J 1 3 2 3 
1- C3-7S/-4, 6-^7;U^-u7x-;P) - 7 
20 - (3-7;;yf;Ph , n'Jy/-l-^^) - 6 - 7 ;U 

+ 4-vtKn-l, 8 - t 7 f- 'J 

v > - 3 - i] )l > if : 

3 - 7 « J M i-JUt'a 'J y nfcBfriiH 
*6 0J 4 8 i LT«E<fc 
25 tttt : 
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: 2 0 5 - 2 1 Ot 
'HNMR (d.-DMSO) 6 ; 

1. 42-1. 98 (m, 2H), 2. 60 (d, 
J=7Hz, 2H). 5. 34 (s. 2H), 6. 
96 (t. J=8Hz. 1H). 7. 35 (t, J 
=10Hz. 1H). 8. 01 (d, J=12Hz, 
1H), 8. 66 (s. 1H) 

1- (3-7; y-4, 6 - * 7 ;U * n 7 x - ;l> ) - 7 
-(4-7;;^'J^-l-0) -6-7 /U*d- 

4 - * * v - i , 4-n Fd-i, 8 - t 7 f y > - 

3 - # ;u # > Wt : 

4 -7 $ J fc°^ U 5? IZfrltmt&m 4 8 

: 

: 2 1 2 - 2 1 5t 
'HNMR (d ( -DMS 0) £ ; 

1. 28 (m, 2H). 1. 74 (m. 2H), 2. 
95 (m. 1H), 3. 10 (m. 2H), 4. 06 
(m, 2H), 5. 39 (s, 2H), 6. 97 (t, 
J = 8Hz, 1H), 7. 36 (t, J = 1 0 H z . 
1H), 8. 06 (d. J=12Hz, 1H), 8. 
6 7 ( s , 1 H ) 

( n m m 1 3 4 ] 

1- ( 3 - 7 S V - 4 , 6-y7;l/tD7x-;M - 7 
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^ ) - 6- 7;u*d-i, 4- < nh'D-4-t* , /-i, 

•> ^ - 3 - 7 ; / - 4 - y h + y f o U y > ^ ffl ^ fc 15 

m .£ : > 1 6 4 ^ (#1?) 

'HNMR (ds-DMSO) 6 ; 

3. 13 (s, 3H), 3. 73 (m. 2H), 3. 

93 (m, 1H). 5. 38 (brs, 2H), 6. 

97 (m. 1H). 7. 37 (m, 1H), 8. 10 

( d , J = 1 2 H z , 1 H ) , 8 . 7 1 ( s , 1 H ) 

c m n m i 3 .5) 

1- (3-7; ;-4, 6 - -/7;l/t D 7 x-;l/) - 6 
-7;l/*o-7- [3 - (2-b Fo + yxf ;b7 
f □ >;•>'> ] - 1 , 4 - y h Ko-4-t+y- 1, 8 - 
t7f 'J y y - 3 - *;l/*'y8 : 

3 - (2-h Fo + yif ;l/7 ; J ) t° d U ■>' > ~ £ & 

HL£:>235 , X;(#Ji?) 
'HNMR (d.-DMSO) <5 ; 

1. 65-2. 13 (m, 2H), 2. 52-2. 
70 (m. 2H). 3. 42-3. 58 (m, 2H), 
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4. 55-4. 73 (m. 1H). 5. 36 (brs. 
2H). 6. 97 (t. J=8Hz. 1H), 7. 
36 (t. J=llHz. 1H). 8. 04 (d, 
J = 13Hz, 1H). 8. 69 (s. 1H) 
CHJfeflJ 13 6 3 
1- (3-7; ;-4, 6 - >> 7 ;U * o 7 * ;U ) - 7 

- (7-7;y-5-7fxen [2. 4] ^ t 8 * > - 5 

- ;U ) - 6 - 7 ^ t d - 1 , 4-'/t Fo-4-t+v 
-1. 8-f 7f'J i?>-3 - *^*'>» : 

7 - t e r t - 7* 71/ * * i/ * 71/ # .=. ;u 7 5 y _ 5 _ 7 
If X b° o [2. 4]^:/*>B4*173mg. hUx ^, u 
T 5 > 1 64mg*vyf;u;^^v K 2 m ] I: Jn * > 
8 0 ■C-Cftllftttfc L*# * 1 - (3-7;;-4, 6-v 
7;l/tD7x-;M -7-^dd-6-7;^d-4-^ 

* V - 1 . 4-y'tFD-l, 8-t7f ij J>>-3-* 

*t:>| 2 0 0 mg*lDi, ^®^-^«^Lfc 0 ft 

^xf-7Px-x7U*jDA. If* £ & Jfc u £ „ 
DD*;UA30ml, 4«S«-jJtH>5inltlD 

^xf ^x-f ;^jDi % @ # £ & Jfc L , yxf /bx-f 
* "C ft L fc . 120ing(D8Eft^tj»fc, 
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]&&.£: >22 2 , C(#*?) 
'HNMR (d.-DMSO) 6 ; 

0. 78 (m, 4H), 3. 2 6-4. 4 4 (m. 
6 H) . 7. 0 9 (m. 1 H) . 7. 4 1 (m. 1 H) , 
8. 12 (d. J = 13Hz. 1H). 8. 35 (brs, 
3H). 8. 7 3 ( s . 1 H ) 
C H to W 1 3 7 ) 
7 - (3-75/7tf*S>>-l--f;l/) - 6 - 7 ;b * 
o-l - (2. 4->'7;i/^D-5-^^;U7»y7x^ 
fr) -1. FD-4-t + v-l, 8-t7f'J 

y > - 3 - * ;U ** > 8 : 

7-?dd-6-7;u*d-1- (2, 4 - i> 7 ;U * d 
- 5 - ^ f ;l/ 7 ; 7 7 x ^ ;l/ ) - 1 , 4 - 5? k K d - 4 - 
* * V - 1 , 8 - * 7 'Jy>-3-*^t:>Si3-7 

Hfej^C : > 2 3 1 *C <^ff¥) 
'HNMR (ds-DMSO) <5 ; 

2. 69 (d, J=4. 3Hz, 3 H ) . 3. 80 
-4. 80 (m. 5 H) . 5. 83 (brs, 1H). 
6. 96 (t. J = 8 H z , 1H), 7. 41 (t. 
J - 1 1 H z . 1H), 8. 14 (d. J = 12Hz, 
1H). 8. 20-8. 60 (br. 2H), 8. 
7 6 ( s , 1 H ) 
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( n m m i 3 8 ] 

7 - [ (3 S) -3-7;;tfDiJj;>-l-0] - 
1- (3 - x h + ->A;|/#-;l/7; ;-4, 6 - v 7 /U * 
o 7 x — ;P ) - 6- 7;U^D-4-^"+7-l, 4 - t 
K d - 1 , 8 - t 7 f ij v> > - 3 - *7 ;U ** > gfc : 

1- (3-x |> + ^;^';^7; ; - 4) 6 - j; 7 ;U 
^-□7x-;U) - 7- ^DD-6-7^^-D-4-^- + y 
- 1 , 4 - y t K d - 1 , 8-f 7f'Ji?>-3-*^t: 
> ®? 6 8 m g x (3 S) - 3 - y = / t° o U > 7 0 m g 
£ 3 5 0 // ION, N - 5? / f - ;p fc/U A y * K K ftl *. * 80 

5m 1 (b x. $ J — ;u *• 

: 

IKjS : > 2 8 0 
' H NMR (d f -DMSO) 5 ; 

1. 23 (t, J = 7Hz. 3 H) . 1. 34 (m. 
1H). 1. 53-1. 95 (m, 3H), 2. 42 
(m) , 2 . 7 4 (m) , 4 . 12 ( q , J = 7 H z , 
2 H) , 7. 63 (t, J = 10Hz, 1H), 7. 
95 (t, J=8Hz, 1H), 7. 99 (d, J 
= 7 H z . 1 H ) . 8. 63 (s, 1H) 
l$kMm 1 3 9 ] 

7 - (3-7;;7tff?>-lMA) -1- ( 3 - 
7 $ / - 4 , 6-i?7*tD7ii^) -1, 4-->'tK 
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n-4-**7-l, 8 - t 7 f J 5? > - 3 - * ;U *" > K : 
3-7;;7ff y > 6 1 m g , N - / * Jl t° 
o'Jv>l 1 9mg(Z)7t |>_ h 'J;Hm 1 gS^8 Ot 

-emw ^ z * iz i - ( 3 - 7 $ y - 4 . 6-j;7ib* 

□ 7x-;U) - 7 - ? □ □ - 1 , 4-vtKD-4-^- + 
v - 1 , 8-i-7f'J/>-3-*;^'>il 0 Omg^ 
in^.> 8 0 tT 2 %® 5 0 #RgiB# L/c, 5J£i££ft#& N 

^-^*HDATilft:*^ftS#»«L/:. B # £ x * y - 
x * ;Ux - r JBK gfe 6 3mg©iEft^i 

S£*:>24 0 , C(#8¥) 
'HNMR (d.-DMSO) 5 ; 

3. 5 0 - 4. 4 8 (br, 5H), 5. 35 (brs, 
2H). 6. 73 (d, J=9Hz, 1H). 6. 
96 (t. J=9Hz, 1H), 7. 35 (t, J 
= 10Hz, 1H), 8. 32 (d, J = 9Hz, 
1H), 8. 69 (s. 1H) 

c m m m 1 4 0 ) 

1- ( 3 - 7 $ y - 4 . 6-v7;l/^D7xx;U) - 7 
- [ (3 S) - 3- 7iyeDUS?>-l--f;U] -1, 

4 - v? t Kd-4-**7-1. 8-t7f'J5;>-3- 
* ^ sJ5 > ®f : 

( 3 S ) - 3 - 7 S y b° p 'J > & ffl I * 12 (i HJfefl&J 1 3 9 
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HL£ : >2 6 It (^«|) 
'HNMR (d,-DMSO) 6 ; 
s 1 . 5 3 - 1. 8 4 (m, 1 H) . 1.84-2. 

15 (m, 1H), 5. 33 (brs, 2H), 6. 
82 (t, J=10Hz, 1H), 6. 97 (t, 
J=8Hz, 1H). 7 . 35 (t. J=10Hz. 
1H), 8. 28 ( d . J=10Hz, 1H), 8. 
io 6 5 ( s , 1 H ) 

c mm m i 4 n 

1 ~ (3-7$y-6-?DP-4-7;l/*a7i — AO 
-7 - (3-7W7^f^-l-0) - 6 - 7 ;l/ * 
o-l, 4 - v' t K o - 4 - * * y - l , 8-^-7^';^ 
is >-3-*;l/+C>K: 

1- (3-7;/-6-^Do-4-7;l/tD7i-;l') 
-7-*po-6-7;U*d-1, 

* y - 1 , 8 - ± 7 'J i> > - 3 - * ;u ** > n £ $ /- j5 

* « ^ ft j i 3 9 1 m n k u t ai ie h & % * $ t z 0 

20 : &J£fe&* 

at*: 2 0 0 - 2 0 3 t 
'HNMR (d 6 -DMSO) 5 ; 

3. 7 0 - 4. 4 8 (b r, 3H) , 5. 6 9 (b r s, 
2H), 6. 96 (d. J=8Hz. 1H). 7. 
2s 46(d.J = 12Hz.lH).8.04(d, 



WO 96/23775 



141 



PCT/JP96/00152 



J=12Hz, 1H). 8. 62 (s. 1H) 

tnmm 142) 

1- (3-7; y-6-yf;b-4-7^tD7i-;i/) 

- 7 - (3-7W7*f i?>-l-U) - 6 - 7 ;U * 
O-l, 4-5?k h'D-4-t+y-l, 8-t7f ijy 
>-3-*7;U**>gfc: 

1- (3 - 7 ; / - 6 - y f A - 4 -7il/tD7x^il/) 
-7-?nD-6-7;l/*D-l, 4-y t Fd-4 - t 

* v - 1 , 8 - + 7 f- >j 5; > - 3 - t )V # > g * ffl i> (3 

tttt : 

K £ : > 2 3 8 t ( # m ) 

'HNMR ( d« - D M S 0 ) 5 ; 

1. 82 ( s , 3 H) , 2. 94-4. 28 (br, 
5 H ) , 5. 27 (brs, 3H) , 6. 74 (d, 
J=9Hz, 1 H ) , 7. 09 (d, J=12Hz, 
1H). 8. 09 (d, J=10Hz, 1H). 8. 
5 2 ( s . 1 H ) 

c n m m 1 4 3 ) 

1- (3-7;7-4-7 o 7 J.-JU) - 7 - [ ( 3 S ) 
-3-7WlfDij^-i-^H - 6- 7;u*d-1, 
4-«nFD-4-*+y-l, 8-^-7^'J-^>-3- 

1- (3-7;y-4-7AtD7x-;M - 7- ^d 
0-6-7^*0 - 1, 4 - y t F d - 4 - t + V - 1 , 
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8-*7*yy>-3-*;U#>a, (3S) - 3- 7; 

j e d ij y > * ffl ^ »3 ^ j* n a « e o tmmiz izm$z 

tttt : *§fe#* 

Hi jS : 2 6 2 - 2 6 5 t 
'HNMR (d,-DMSO) 5 ; 

1 . 5 6 - 1. 8 3 (m, 1 H) , 1 . 86-2. 
09 <m. 1H), 5. 50 (brs, 2H), 6. 
67-6. 78 ( m . 1H), 6. 92 (d. J = 
9Hz, 1 H) . 7. 17 (t. J = 1 2Hz, 1 H) . 

8. 0 3 (d. J = 1 3Hz, 1 H) . 8. 5 3 (s, 
1 H) 

c mm m 1 4 4 ) 

1- (3-7;y-4-7^tD7i-;l/) - 7- [ ( 3 S , 
4S) - 3 - 7 ; y - 4 - yf;^D 'J - 1 - >f ^] 
-6-7^tD-l, 4-xth'D-4-^-+y-l f 8 
-^7f 'J v > - 3 - *7 ;l/ > $ : 

1- (3-7;/-4-7;l/^P7x^.;l/) - 7 - ? n 
D - 6 - - 1, 4-y'h FD-4-t+V-l, 

8-t7f'Js;>-3-** J K>|, (3S. 4 S ) - 3 
-7;;-4-yf;bk e D"Jy'>^^^/ : |5^ l^Hifj 6 0 

: > 2 7 Ot 
'HNMR (d 6 -DMSO) <5 ; 
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0. 96 (d, J=7Hz, 3H), 2 . 12 (brs. 
1H), 5. 50 (s, 2H), 6. 68-6. 76 
(m. 1H) , 6. 89-7. 01 (m. 1H). 
7. 19 (t, J = l 1Hz, 1H), 8. 03 (d. 
J=13Hz, 1H). 8. 53 (s. 1H) 

immm 145) 

1- (3-7;/-4, 6-^7/U*D7x-;U) - 7 

- ( > x - 3 - t k p * •> - 4 - / * )v e d 'J > - 1 - 
-f;u) - 6- -7;i/*D-i, 4-nFo-4-t*y + 
; >J > - 3 - *^#>i : 

1- (3-7W-4, 6 - 7 ;U * D 7 x - ;U ) - 6. 
7-v7;U*o-l, 4-vt F □ - 4 - t + V + y 'J > 
-3-*7;Utf>gK •> * - 3 - k K d + y - 4 - y f ;l/ t° 

a u v > zm^tzizframmm 6 o £ m m \z l t m is ft £ 

It* : 1 7 4 - 1 8 0 t 
'HNMR (d 6 -DMS0) 6 ; 

0. 94 (d, J=7Hz, 3H), 2. 11 (m, 
1H), 2. 86-3. 81 (m, 4H). 3. 86 
(m, 1H), 5. 18 (brs. 2H). 5. 93 
(d. J = 6 H z , 1H), 7. 04 (t, J = 8Hz. 
1H). 7. 50 (t, J = 1 0 H z . 1H). 7. 
86 (d, J = 13Hz. 1H). 8. 62 (slH) 

c m m m 1 4 6 3 
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1- (3-75V-4, 6 - *?7A* D7xiA) - 7 

- (h7>X-3-7;;-4-^f;l't e D'Jv;>-i- 
>r ;u ) -6-7;u*d-i, 4--;t FD-4-t + v + 

y U > - 3 - * )V ifs > & : 

1- ( 3 - 7 ; y - 4 . 6 - 7 ;U * □ 7 x - ;U ) - 6, 
7-y7^tD - 1, 4-^h KD-4-*+y + y«J> 

- 3 - # ;l> > gfc > t*7>X-3-7Sy-4-y^;l/fcf 
d »; > ~ £ Wi & £ ffl tz 13 (* m 6 0 4: |^ & K Lt 

14 .6 : > 1 6 4 t ( # fl$ ) 
1 H N M R ( d e - D M S 0 ) 6 ; 

1. 09 (d, J=7Hz. 3H). 2.28 (m, 
1H), 2. 97-3. 91 (m. 5H), 5. 58 
(brs, 2H), 5. 96 (d. J = 7Hz, 1H), 
7. 05 (t. J = 8 H z , 1H). 7. 52 (t. 
J = 10Hz, 1 H) . 7. 92 (d. J = 14Hz, 
1H), 8. 66 (slH) 

c m m m i 4 7 ) 

1- (3-7;;-4, 6-y7^tD7x-;l/) - 6 

-7>1/*d-7- [ (3 S) - 3 - / ? Jl> 7 i S £ a *) V 

> - 1 - <( JU] - 1 , 4 - ^ t K o - 4 - t * V * ; >J > 
- 3 - ij *" > $ : 

1- (3-7W-4, 6 - 5* 7 * o 7 x - ;P ) - 6, 
7-JJ7;bto-l, 4-vt Fd - 4 - t*y + ; u > 
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-3-*;k;>K> (3S) - 3->f *7 5 ; tfo >j y 

1 8 8 - 1 9 9 t 
'HNMR (cU-DMSO) 6 ; 

1. 86 (brs, 1H), 2. 00 (brs, 1H), 

2. 30 (s, 3H), 3. 11-3. 66 (m. 
5H), 5.54 (brs. 2H). 5. 95 (d. 
J = 7Hz. 1H). 7. 04 (t, J = 8Hz. 
1H), 7. 50 (t, J=llHz. 1H). 7. 
86 (d. J = 14. 1H) , 8. 63 (s. 1H) 

c m m m i 4 8 ] 

7 - (3-7iy7-t?f-5?>-l-4;U) -1- ( 3 - 
T i y - 4 , 6 - 7 ;U * o 7 x - 71/ ) -6-7 7l/;J-D- 
1. 4-v>'t Kn-4-**y*/y>-3-* 

1- ( 3 - 7 5 y - 4 , 6 - 7 ;l> * d 7 x - ;U) - 6. 
7-i?7A<*D-l, 4 - t Fd-4 - t*y + ; »j > 
- 3 - * ;U # > ft % 3 - 7 S S 7 # * V > Z.1&Wlj&£ mi* 

tziitutmmm e o £ pi $ c l-chis ft 

ft .6 : > 1 8 3 "C ( # # ) 
' H N M R ( d 6 - D M S 0 ) 6 ; 

3. 76 (brs. 2H). 3. 91 (m. 1H). 

4. 24 (brs. 2H). 5. 55 (brs, 2H). 
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5. 77 (d, J=7Hz, 1 H) , 7. 02 (t. 
J = 8 H z. 1H). 7. 50 (t. J = 10. 1H). 
7. 8 8 (d, J = 1 2 H z , 1 H) , 8. 6 4 (s. 
1 H) 

( & m m 1 4 9 j 

1- ( 3 - 7 $ / - 4 , 6--;7/l/tD7x_;l,) - 7 

- ( F 7 > ^ - 3 - 7 ; ; - 4 - t h' d * •> k* d ij > - 
1 - -f ) - 6, 8-y7;l/tn - 1, 4 - v b K o - 4 

- * * 7 * y U >-3-rt7U**>|fc: 

1- ( 3 - 7 > / - 4 , 6 --/7;[/tn7x-;l/) - 6. 
7. 8 - MJ7JKD-1, 4-y't FD-4-t+7 + 
; 'J>-3-n*'>i, h7>X-3-7;;-4-t 

Hfe^: >1 4 5*C C^f?) 
'HNMR ( d 6 - D M S 0 ) 6 ; 

3. 92-4. 26 (m, 4H), 5. 46 (brs. 
2H), 7. 10 (t. J=9Hz, 1H), 7. 
40 (t, J=llHz, 1H), 7. 86 (d. 
J = 1 4 H z . 1H), 8. 52 (s, 1H) 

c mm m 1 5 0 ) 

7 - (3-7;;7*f ?>-l->f^) -1- (3_ 
7 5 y - 4 , 6 - v7;l/tD7i_yl/) - 6, 8 - 7 
* o - 1 , 4 - y t K d - 4 - t + y + ; 'J > - 3 - * ;l 
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# >m : 

1- ( 3 - 7 $ y - 4 , 6 - V 7 )l* a 7 x - Jl>) - 6 , 
7, 8- MJ7;i/tD-l, D-4-t*y* 

3 - 7 $ y 7 * s; > -igg?ig 

: 

Sl^:>2 0 3*C(^j|¥) 
'HNMR (d 6 -DMSO) 5 ; 

3 . 9 0 (m. 1 H) . 4 . 1 0 (m. 1 H) . 4 . 
49 (m, 2H), 5. 46 (brs. 2H), 7. 
08 (t, J = 9 H z . 1H). 7.39 (t, J 
= 1 0 H z , 1H), 7. 81 (d. J=13Hz, 
1H), 8. 48 (s, 1H) 

tnmm 1 5 1 ] 

1- ( 3 - 7 * y - 4 , 6-v7;U?J-D7i-;u) - 6, 
8 - j; 7 71/ t d - 7 - (3-h FD + ^7^f y> - 1 - 
* * ) -1, 4-S>fcKD-4-**y*yi;>-3-a 

1- ( 3 - 7 = y - 4 , 6-v?7;U^D7x-;l/) - 6. 
7. 8 - h ij d - 1 , Kd-4-**v + 

y 'J > - 3 - * ;U > & x 3 - t K d 4- > 7 -t? ■ f- v > £ B 
ffl ^ 13 rfMi^Jfeffl 6 0£E$ICl,T^i5 ft 

: 218-225'C 
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'HNMR (d 6 -DMSO) <5 ; 

4 . 13 (brs, 2H), 4. 50 (brs. 3H), 
5. 44 (brs. 2 H) . 5. 72 (brs, 1H), 
7. 08 (t, J=8Hz, 1H), 7. 39 (t, 
J = 10Hz. 1H). 7. 79 (d, J = 13Hz. 
1H), 8. 46 (s, 1H) 

c m m m 1 5 2 ) 

7 - (3-7;;7*f -^-l-O) -1- ( 3 - 
r^y-4, 6 - 7 ;u * u 7 x — ;u' ) - 8 - ? □ □ - ( 

- 7 ;u * o - 1 , 4 - y t F □ - 4 - * * v * ; u > - i 

1- ( 3 - 7 S V - 4 . 6 - v> 7 ;U * o 7 x - ;u ) - * 

- ? o o - 6 , 7-v7;U:*d-1, 4 - y t F o - 4 ■ 
* * V * J V > - 3 - ij JU > W „ 3 - 7 $ J 7 M f- 'J : 

- tt»£*fflofc»*tt£|fi0J6 0 £ Pitt K L T M&4t4 

: 

M £ : > 2 7 0 t 
'HNMR ( d s - D M S 0 ) <5 ; 

3. 75 (m, 1H), 4. 10 (m, 2H), 4. 
66 (m. 2H), 5. 43 (brs. 2H). 6. 
97 ( t , J = 8 H z , 1H), 7. 36 (t, J 
= 1 1Hz, 1H), 7. 87 (d, J = 14Hz. 
1H), 8. 44 (s, 1H) 

c % m m 1 5 3 ) 
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1- (3-7;y-4, 6--^7**D7xi;l') - 7 

- C(3S) - 3- 7$ytrD«J2;>-l-w'^] - 8 - 

1- ( 3 - 7 i y - 4 , 6 - v 7 ;U * D 7 x - ;P ) - 8 

- * d d - 6 , 7 - 7 ;U * n - 1 , 4-5?tKo-4- 
**7*y'J>-3-rt;U*'>$K (3S) - 3 - 7 S y 
bf n "J v > £ ffl ^ 13 (i || tfi 0J 6 0 i ft « K L T ^ IE <t 

»&:>205'C(#«?) 
'HNMR (d 6 -DMSO) 5 ; 

1 . 17 (m, 1 H) , 2 . 0 9 ( m , 1 H) , 3 . 
02-3. 81 (m. 5H), 5. 41 (brs, 
2H). 6. 97 (m. 1H), 7. 38 (t, J 
=llHz. 1H). 7. 94 (d. J = 1 4 H z , 
1H), 8. 50 (s. 1H) 

c m m m 1 5 4 ) 

1- ( 3 - 7 5 y - 4 . 6 - 5* 7 * d 7 x - ;P ) - 8 

-?od-6-7;U*o-7- ( 3 - t K n * •> 7 -tf f- 

> - 1 - f ;u ) -1, 4 - t K d - 4 - t + 7 + ; 'J > 

- 3 - t> # > m : 

1- (3-7W-4, 6 - 7 ^ * o 7 x - ;U) - 8 

- ? a o - 6 . 7-5>7;U*d-1, 4-^th*o-4- 
* * 7 * y U >-3-*7;l/tf>gK 3-t K d + •> 7 -tf f- 
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£ to * ft fc . 

m * : 1 4 5 - 1 5 0 1 
'HNMR (d«-DMSO) 5 ; 

4. 18 (b r s. 2H) . 4. 4 7 (b r s. 1 H) , 

4. 7 1 (b r s, 2H) , 5. 4 1 (b r s. 2H) , 

5. 71 (d, J = 5 H z , 1H). 6. 96 (t. 
J=8Hz. 1H), 7. 37 (t, J=10Hz, 
1 H ) , 7. 88 (d, J=14Hz, 1H). 8. 
4 4 ( s , 1 H ) 

C H ft 00 1 5 5 ] 

1- ( 3 - 7 • y - 4 . 6 --/7;PtD7x-;l/) - 8 
-^DD-6-7;l/tP-7-hM7y/-l, 4 - t 

1- (3-7;;-4, 6-5?7;l/tD7xi^) - 8 
-^dd-6. 7 - v> 7 ;u o - l , 4 - -n F d - 4 - 
**y*y»J>-3-*;u*>», £ * 5 > £ ffl h 

^«*ifcffi 6 o * LT^ie<k^^^^#^o 

: $Hfet&* 
Ifc£:>2 3 2 , t(#J|?) 
'HNMR (d 6 -DMSO) 6 ; 

2. 8 7 (b r s, 4H) , 3. 1 9 (b r s. 4H) . 
5. 43 (brs, 2H). 6. 97 (t, J = 8 H z. 
1H), 7. 37 (t, J=llHz, 1H), 8. 
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07 ( d , J = 1 2 H z , 1H), 8. 54 ( s , 
1 H) 

immm i 5 e ) 

1- (3-7; ;-4, 6 - 7 ;U * d 7 x - ;t/ ) - 7 
- (3-7;y-3-^f^7i?f y>-l-^) - 8 
-7dd-6-7^*d-1, 4-n Fn-4-t + v 

1- ( 3 - 7 $ y - 4 . 6-^7;l/tD7x;;l/) - 8 
7-v?7;^d- 1, 4-yk Fd-4- 

t+v + y ij>-3-*;bt:>8, 3-7 - ;-3-/f 

C it £ £ *# fc o 

M .6 : 2 5 2 - 2 5 7 °C 
'HNMR (d 6 -DMS0) <5 ; 

!• 35 (s, 3H), 4, 17 (brs, 2H), 
4. 3 0 (brs, 2H) , 5. 4 2 (brs, 2H) . 
6. 96 (t, J=8Hz. 1H), 7. 36 (t, 
J = 1 0 H z , 1H), 7. 87 (d, J = 14Hz, 
1H), 8. 43 (s. 1H) 
( H tt 0>J 1 5 7 ) 

1- ( 3 - 7 $ y - 4 , 6-S/*7;U*D7x-;l/) - 8 
-7od-6-7/U*d-7 - (3 - ^ f ;l/7 ; / 7-lf f 
!J > - 1 - * ^ ) - 1 . Fd-4-*+v*;ij 
>-3-*;u«K>K: 
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1- (3-7; / -4, 6--;7^ta7i-A) -8 
- ? p d - 6 , 7 - 7 ;U * o - 1 , 4-vhKD-4- 

>*ffi^fc 1 1 7 £ IrJ $| ic L/THia-fk-^ 

8* : 2 2 0 - 2 2 4 t 
'HNMR (d,-DMSO) 6 ; 

2.2 0(s.3H),3.45(brs. 1H), 

4. 12 (b r s. 2 H) , 4. 6 3 (b r s, 2H) , 

5. 4 2 (b r s, 2H) , 6. 9 6 (t, J = 8 H z , 
1H), 7. 36 (t, J = 10Hz, 1 H) , 7. 
86 (d, J=14Hz, 1H). 8. 43 (s. 
1 H ) 

immm i 5 8) 

1- (3-7;;-4, 6 - y 7 ;U * d 7 x - ;P) - 8 
-?n D -6-7;U*n-7 - (3, 5 - y ^ ;U fcf ^ 5 
->* ^ ) -1. 4-i?tKD-4-t*V*;iJ>-3-* 

1- ( 3 - 7 * v - 4 , 6 - i? 7 ;l> * n 7 x - ;l> ) - 8 
- * d o - 6 , 7 - J?7*tD - 1 , 4-vtKo-4- 
**7*>'U>-3-*;U**>i| % 2, 6-^f;l/bX 
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tt.& : > 2 7 0 1C 
1 H N M R (d,-DMSO) 6 ; 

0. 96 (d. J = 6 H z . 6H). 2. 80 (m, 
2H) , 2. 9 1 (m, 2H) , 3. 0 8 (m, 2H) , 
5. 4 3 (b r s, 2H) , 6. 9 7 (t, J = 8 H z , 
1H), 7. 38 (t, J = l 1Hz, 1H), 8. 
07 (d, J=12Hz. 1H), 8. 56 (s, 
1 H ) 

c m m m 1 5 9 3 

7 - (3-7; ;7*f - >f^) -1- (3- 

7 i y - 4 , 6-^7^*D7x — ;P ) - 6- 7;l>;fn- 
5-b K d * •> - 1 , 4 - 5? h Ko-4-**y + yu> 
- 3 - # ;u > © : 

1- (3-7W-4, 6 - 5? 7 ;l/ * n 7 x - ;U ) - 6, 
7-i;7;l/^-D-5-h K n * •> - l , 4 - t K d - 4 
-t+y + yij>-3-*;^'>8, 3 - 7 ; y 7 -b' f 
> ffl I>fcl5/i>litl^6 0 i mmiz L T }f Eft 

£ % * n tz o 

».&:>26 2^C(#j|?) 
'HNMR (ds-DMSO) 5 ; 

3. 75-4. 02 (m, 3H), 4. 24 (brs, 
2H). 5. 25 (d. J=7Hz. 1H), 5. 
54 (brs, 2H), 6. 98 (t, J=8Hz, 
1H). 7. 49 (t, J=10Hz. 1H), 8. 
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4 8 ( s . 1 H ) 

c n n m i 6 o ) 

1- (3-757-4, 6 - 7 * d 7 x - ;U ) - 7 
- [ (3 S) - 3- 7$7tfo»Jv?>-l--f;U] - 6 - 

7;l/*D-5-tKo*i/-l, 4-n Fd-4-** 
V * 7 'J > - 3 - ij )\, *K > |t : 

1- (3-757-4, 6 - 5* 7 ;U * d 7 x - ;U ) - 6, 
7-^7;^o-5-tFo + y- l, 4 - v t K o - 4 
-**V*7'J>-3-/7^^>» % (3S) - 3- 7; 

7 t°D ij •✓>*ffli^fcH^ttnn«6 o tm*K. Ltiie 

ft £ ft £ *: „ 

1&.6:>237 , C(#8P) 
'HNMR ( d, - D M S 0 ) 5 ; 

2 . 0 1 ( m . 1 H ) , 2 . 2 1 ( m . 1 H ) . 3 . 
34-4. 97 (m, 5 H ) , 5. 46 (d, J= 
7Hz, 1H), 6. 98 (t, J=8Hz, 1H), 
7. 50 (t, J = 10Hz, 1H), 8. 64 (s, 
1 H) 
( H M 91 1 6 1 ] 
7 - (3-7;;7ffy/-l->f;I/) -1- ( 3 - 
757-4, 6-S?7;l/*D7x—/l/) - 6- 7^^-d- 

5-7f-;i/-i, 4 - i? t K d - 4 - t * y * ; 'J > - 3 
- ft ;p > m : 

1- (3-757-4, 6-y'7;l/tP7x-;b) - 6. 
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7-i?7;l/tn-5-yf;i/-l, 4-n h'n-4-* 

* 7 * y v >-3-*;i/+c>^ x 3-7$ y t -e f- y > - 

£ » «■ * hi * » * i* s* » « 6 o <t ^ $ ii u t fl{ e <t <t m 

St * : > 2 7 0 *C 
'HNMR (d,-DMSO) 5 ; 

2 . 75 (brs. 3H). 3. 90 (brs, 2H), 
4 . 01 (brs, 1H). 4. 26 (brs, 2H). 
5. 55 (brs, 2H), 5. 65 (d, J = 7 H z, 
1H), 6. 99 (t, J=8Hz, 1H), 7. 
49 (t, J=llHz, 1H), 8. 59 (s, 
1 H ) 
(Uli 1 6 2 ) 

1- (3-7; y-4, 6 - y 7 ;l/ 1 a 7 x - ;l/ ) - 7 
- [ (3 S) - 3- 7$ytTDys?>-l--f;u] - 6 - 
7;l/*n-5-y?-;u-l, 4 - n Fd - 4 - t* v + 
y 'J > - 3 - ij JU # > g : 

1- (3-7; ;-4, 6 - ^ 7 ;!/ * d 7 * - ;U ) - 6. 

* v * y >; > - 3 - * ;u ** > » , (3S) - 3 - 7 s y t° 

Si .6 : > 1 9 7 ( # 8? ) 
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'HNMR (d.-DMSO) 6 ; 

1. 68 (m, 1H) , 1. 96 (m, 1H), 3. 
01-3. 65 (m, 5H), 5. 53 (brs, 
2H). 5. 81 (d. J=7Hz, 1H), 6. 
99 (t, J=8Hz, 1H). 7. 49 (t. J 
= 1 1 H z . 1H), 8. 55 (s. 1H) 

immm 1 6 3 ) 

5 - 7 ; y - 1 - ( 3 - T $ / - 4 , 6 - v 7 ;l/ * d 7 
x^;U) - 7- [ (3S) - 3 - y * y fc e o >J x > - 1 - 
< ^ ] - 6, 8-'J7JU*a-l, 4-vhKo-4->T 

+ v + y u > - 3 - 

5 - 7 ; y - 1 - ( 3 - y « y - 4 , 6 - 7 ;u ^ d 7 
x - ^ ) - 6, 7, 8- MJ7A*d-1, 4 - 5? b K n 
-4-*4-y*yy>-3-*;u#>ft % (3S) - 3 - 
7 ; ; to 'J y'>*ffll^BfrliSlttM6 0 t|«i: IT 

BL6:>247 c t(#8?) 
'HNMR (d.-DMSO) 6 ; 

1. 62 (m. 1H), 1. 89 (m. 1H), 3. 
22 (m. 1H), 3. 39-3. 78 (m, 4H). 
5. 38 (brs, 2H), 7. 02 (t, J=8Hz. 
1H), 7. 23 (brs, 2H). 7. 34 (t. 
J = 1 0 H z , 1H), 8. 23 ( s , 1H) 

c m m m 1 6 4 ) 
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5 - 7 ^ y - 7 - (3-7W7*f ^-1-^) 
-1- (3-7;;-4, 6 - y'7;l/to7x^;l/) - 6, 

- 3 - ii Jl ** > m : 

5 - T « / - 1 - (3-7;y-4, 6 - V 7 JU * o 7 
x^;U) - 6, 7, 8-MJ7/^d-1, 4 - t K o 

**>-E»tt*fflt*fcl3frlilS;»0!|6 Oi^iCLTi 

is it & % % m tz o 

Si* : > 2 3 7 t (^») 
*HNMR (d 6 -DMS0) 6 ; 

4. 0 4 (b r s, 1 H) . 4. 2 8 (b r s, 2H) , 
4. 48 (brs, 2H), 5. 41 (brs, 2H), 
7. 05 (t, J = 8Hz, 1H), 7. 30 (m. 
1H), 8. 25 (s, 1H) 
( £ 0U 6 5 ) 
7 - (3-7;;7-i?f y>-l->f;t,) - 1 - ( 3 _ 
7; y-6-?DD-4 - 7/l/tn7ii^) - 6 - 7 ;U 

1 ~ (3 - 7 ; 7-6 - ?dd-4 - 7;btD7i_;b) 
- 6 , 7 - 7 ^ * o - 1 , 4 - v t K o - 4 - * * y 4- 
y U > - 3 - * ;U *' > K * « c> B ^ ii H Jfc f»j 1 3 9<h^ 
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: > 2 0 8 V (AM) 
'HNMR ( d. - D M S 0 ) <5 ; 

3. 88-4. 58 (br. 5H), 5. 69 (d, 
s J=8Hz, 1H) , 5. 92 (brs, 2H) , 

7. 08 (d. J = 8Hz. 1H), 7. 59 (d. 
J = 10Hz. 1H), 7. 93 (d, J = 1 3 H z , 
1H), 8. 61 (s. 1H) 

( m m m 1 6 e ) 

10 x f- ;U 7-^dd-1-(2.4-x7;U^-d-5- 
* & i J\y T i J 7 * — )l) - 6- y/lta-l, 4-vt 
Kn-4-t+y-i, 8-t7f 'J^>-3-*;^* + 
•> 1/ - h OHi^tf : 
if- )l 7-^dp-6-7;U^-d - 1 - (2, 4-v 

is 7;u^d-5-^Hd7x — ;U) - 4- ^-4- v - i t 4 _ 
t K d - l , 8 - i- 7 1- 'J v > - 3 - to ** + v U - h 
3 05mg* 4 0 0 mg<O«»iifci:i. 5 m l (D^i 
tc flo * 8 o^CT3Bfraat^L/c 0 * 7 'T h £ il L T * & $ 
£ flt 5!) L tz <D *> s iETCSiU «f ajtt*x * j - ;uc 

20 # ft L T 2$ E£ x s. 9 J - A, ^ y^y^otf^x-f^Ol 
KftoT, 2 9 SmgOiiefCAi^^ffet&^itTll 

(#%0J 10) 

N - ( t - 7* h * •> * ;u »H - yl/ ) - 2 . 4 - 7 ;u * d 
25 -m-7x — U > y 7 i > : 
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x * J - ;UO ft t> (5 II t - 7 * y - ;U £ ft ^ /- |3 It # 
#0J8<!:[^EHCLT. N - ( t - 7* h * •> # ;U *' x ) - 
2. 4-5>7^*D-5-ihP7;»J>*|fi»aH 

C©3. 8 g*, 3 6 OmgOl 

h IZ 5 Om 1 <b / 9 S - )l \zm z. . IfiT4 B tK If Jin 

c # % #y i n 

x^;u 8-^dd-1- (2-?dp-4-7;1'*d 
7xx;|/) - 6, 7-^7;U^"P-l, 4 - y t K d - 4 

2-*DD-4-7;U*o7-'J>£ffl^fcSj&Mi#% 
ft 6 i R«£ t T*Efl:*tt*flfc a 

1* : 2 0 8 - 2 1 2 t 
'HNMR (CDC 1,) 5 ; 

1. 40 (t, J = 7Hz. 3H), 4. 40 (q, 
J = 7 H z . 2 H) . 7. 16-7. 23 (m, 1H). 
7. 34 (dd. J = 3 H z , J=8Hz, 1H), 

7. 48 (dd, J = 5 H z , J=9Hz, 1H), 

8. 27 (s. 1H) , 8. 35 (t, J = 9 H z , 
1 H) 

( $ % #J 1 2 ) 
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8 - 9 a u - 6 , 7-i/7Jl>*v-l - ( 4 - 

7;u^-p7x-;u) - l , 4-n + v + y 

'J > - 3 - i3 A/ * is U - b : 

4 - 7 * n 7 - > £ E 13 tt # % m 6 <t PI $ \Z 

tttt : 

St*: 2 2 6 - 2 3 1 1 
' H NMR (CDC I,) 5 ; 

1. 39 (t, J=7Hz. 3H). 4. 39 (q. 
10 J=7Hz, 2H) , 7. 2 0 - 7. 2 4 (m, 2H) , 

7. 34-7. 35 (m, 2H), 8. 34 (t, 
J=9Hz, 1H), 8. 42 (s, 1H) 
C # % 0J 1 3 ] 

if-;U 8 - ? d d - 6 , 7-^7/l/tf-p-l- ( 4 - 
15 7;U^D-2-^f-;i/7x-;P) -1, 4 - n F d - 4 
- * * 7 * y »J >-3-*;U#*->l/- h : 

2 - yf-yl/-4 - 7 ;u * n 7 - >J > £ fll 12 # % 

tttt : &3lfe*&* 
20 H jft : 1 8 0 - 1 8 2 t 

'HNMR (CDC l s ) 6 ; 

1. 40 (t. J=7Hz. 3H). 2. 10 (s, 
3H), 4. 40 ( q , J = 7 H z , 2H), 7. 
02-7. 10 (m, 2H), 7. 22-7. 36 
25 (m. 1H) , 8. 3 1 (s, 1H) ,8.37 (t, 
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J = 9 H Z , 1 H ) 

c # n m i 4 ] 

if A 1- (2-7d*-4 - 7;U^-d7x-;1/) - 
8 - * d o - 6 , 7-v7;U;j-n-l, 4 - 5? t K o - 4 

2-yot-4-7*tD7i'J > £ E ^ tf: IS *M* # # 

«4 * : 1 8 3 - 1 8 8 t 
'HNMR (CDC 1,) d ; 

1. 40 (t. J = 7 H z , 3H), 4. 40 (q, 
J = 7Hz, 2H), 7. 18-7. 32 (m. 1H), 
7. 48-7. 55 (m, 2H). 8. 27 (s, 
1H), 8. 36 (t, J=9Hz, 1H) 

t # # #j 1 5 ) 

x f- ;U 1- ( 2 - > h*->-4-7;U*D7x-;l/) 

-8-?pp-6, 7 - y 7;i/tD - i , 4 - n r □ - 

4 - * * 7 * y «J > - 3 - ;U * * •> P - h : 

: 2 4 0 - 2 4 6 t (^S?) 
'HNMR (CDC l s ) 6 ; 

1. 40 (t. J=7Hz. 3H), 3. 77 (s, 
3H), 4. 39 (q, J = 7 H z . 2H), 6. 
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72-6. 89 (m. 2H), 7 . 31 (dd, J 

= 6Hz, J = 9Hz, 1H). 8. 30 (s, 1H), 

8. 34 (t, J=l 0Hz, 1H) 
(##0J 1 6 ) 

^ ;U 8 - ? d d - 1 - (4-^DD-2-7;U^-n 
- 6, 7-?7**d-1, 4 - t K d - 4 

: 

gfe * : 1 5 9 - 1 6 0 t 
'HNMR (CDC I,) 6 i 

1. 40 (t. J=7Hz, 3H), 4. 39 (q, 
J = 7 H z, 2H), 7. 31-7. 47 (m. 2H). 
8. 32-8. 40 (m, 2H) 
t # # #9 1 7 ) 

^ ^ ;U 8 - ? d d - 6 , 7-^7;U^-d-1-(2. 
4. 6-hU7;l/*D7x-;U) - 1 , 4-vhKn-4 

0J 6 t ^tftc: l ft 

1 35-149^ (#fl?) 
'HNMR (CDCI,) <5; 

1. 40 (t. J=7Hz, 3H). 4. 40 (q. 
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J=7Hz, 2H). 6. 93 (t, J = 7 H z . 
1H) , 8. 25 (s. 1H), 8. 34 (t. J 
= 1 0 H z . 1 H ) 
(*%0J 1 8 ) 

8-?dd-6, 7-v?7;U:*a-l - (2, 4, 6 - 
h >J 7AtD7 x;A) -1, 4-vtKP-4-**7 

x ^ ;u 8 - ? d n - 6 , 7-^7;I/*d-i- (2. 
4, 6- MJ7^tD7i-;M -1, 4 - i? t K d - 4 

»5mU ft|lml*Sli, 3B*H!JDiS&SaEL*:ottfc 
& x #rajL/c@#£&flKL. i * / - ;K jc ?- ;u jl - X 

».S:>15 8t 
'HNMR (d 6 -DMSO) 6 ; 

7. 60-7. 72 (m, 2H), 8. 41 (t. 
J=9Hz. 1H), 9. 01 (s, 1H) 

immm 1 6 7 ) 

1- (3-7;;-4, 6 - 7 ;U * D 7 x — ;l/ ) - 7 
- (h7>7-3-7;;-2-^f^7ffy>-l- 
-f ;u ) - 8- ^dd-6-7;u*d-i, 4-vLKd- 
4-**y-*y u >-3-^;i/5f:>®: 

1- (3-7;/-4, 6 - y 7 At D7 x-;M - 8 
- ^ d d - 6 , 7 - v 7 ;U * n - 1 , 4-vtKn-4- 
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- 2 - t * Jl 7 -if f- v > £ Jfl O tz 12 it H 2fi 0] 1 1 7 £ ft 

»jS:>2 11 , C(^JJ¥) 
'HNMR (d 6 -DMSO) 5 ; 

1. 38 (brs, 3H), 3. 73-3. 90 (m, 
1H), 4 . 69-4. 82 (m. 1H), 4. 82 
-4. 97 (m, 1H), 5. 32-5. 48 (m, 
1H). 5. 49 (s, 1 H) , 6. 70-7. 59 
(m. 2H), 7. 94 (d, J=14Hz. 1H), 
8 . 4 8 ( s , 1 H ) 
( £ 0J 1 6 8 ] 
1- (3-7;;-4, 6 - y 7 ;U * d 7 x - ) - 7 

- (4 - yf ;l/tf^7^> - 1 -^f;l/) -8-?oo-6 

- 7 ;U * d - 1 , 4-nFo-4-t*v- + ;ij>- 
3 - a ;U * > g$ : 

1- (3-7; ;-4, 6-j;7AtD7i-A) - 8 
-^dd-6, 7 - 7 ;U * d - 1 , 4--n Fd-4- 

^- ^ ^ 15 ti ^ J£ l l 7i|^ii:LTliE{t^i^|| 

: Jtfet&* 
a.^, : 1 9 8 - 2 0 5 t (^)^) 
'HNMR (de-DMSO) 6 ; 
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2. 54 (s. 3H), 2. 81 (brs, 4H). 

3. 42 (brs, 4H), 7 . 01 (t. J = 7Hz, 
1 H ) , 7. 40 (t, J=llHz, 1H). 8. 
15 (d, J=12Hz, 1H), 8. 62 (s. 
1 H ) 

C H to W 1 6 9 ) 
1- (3-7; / -4, 6 - v> 7 ;P * □ 7 x ;l, ) -7 

- [ (3 S, 4R) 3 - 7 ; y - 4 - ^ f ^ b' d 'J •/ > 

- 1 - >f ;U ] -8-^dd-6-7^*d-1, 4-^fc 

1- (3-7W-4, 6 -v?7;l/tD7i-;l/) - 8 - 
? o □ - 6 , 7-^7**0-1, 4-S*fcKn-4-* 
tyt/iJ>,-3-H#>l, (3S. 4R) 3-7 

$ j - 4 - / * ju t 6 d u v > * ffl ^ i3 * « m m m i i 7 

!I&£:1 70-1 79 , C(#A?) 
'HNMR (d.-DMSO) <5 ; 

0- 95-1. 11 (m. 3H). 1. 88-2. 
0 9 (m. 1 H) . 2 . 6 0 - 3. 7 2 (m, 5 H) , 
5. 38 ( s , 1H), 5. 46 (s. 1H), 6. 
82-7. 52 (m, 2H), 7. 96 (d, J= 
14Hz. 1H.) , 8. 4 0 (brs, 1H) 
c m to 0 1 1 7 0 3 
1- (3-7; y-4, 6 - "7 ;U * o 7 x - ;U ) - 7 
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- [ (3R) -3 - 7 ; ; t°D >J •/> - 1 - - 8 - 
?nD-6-7;U*D-l, 4-n Fo-4-t+y- 

1- (3-7;;-4, 6 - 5? 7 ;l/ * o 7 x - ;U ) - 8 

- 9 a o - 6 . 7 - •>* 7 71/ * d - 1 , 4 - y t F d - 4 - 
**y*yy>-3-*Ml/tf>S % (3R) - 3- 7;7 

B* : 1 6 9 - 1 7 9 t (&|) 

1 H N M R (d s -DMSO) <5 ; 

1. 52-1. 8 0 (m , 1H), 1. 84-2. 
0 7 (m, 1 H) , 2. 7 1-3. 82 (m, 5 H) , 
5. 40 (brs. 2H). 6. 93 (m, 1 H) , 
7. 36 (t, J=10Hz. 1H). 7. 88 (d. 
J = 1 4 H z , 1H). 8. 40 (s, 1H) 

c mm w i 7 i ] 

1- (3-7W-4, 6 - 5? 7 ;u * D 7 x - ;l/ ) - 7 

- (3-7;;7^f J>>-1-^) -8-?nn-6 

- 7 ;u * d - i , 4 - y t Fd-4 - t+y- + y ij >- 
3 - a ;i/ * > n p - h ;u jc. > x ;u * > a : 

1- (3-7U-4, 6 - 5? 7 ;l/ ^ d 7 x i ;u ) - 7 

- (3-7;y7*f ^-l--f;P) -8-?do-6 

- 7 71/ * D - 1 , 4 - •/ t F D - 4 - t * V - * ; 'J > - 

3-757 J\s# > & 4 4 0 m g £ N , N-j;yf A*^A7; 
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K 0 . 5 m 1 i: JO ^. , p - h;U>^;l/t>>8 — 7k ft) $j 

@ ft £ & 3fc L x -;xf ;n-f;l/Tj*^U 3 4 0 m g o 
ft 15 ft £ ft £ ft fc e 

S*: 2 1 l- 2 2 0 t 

'HNMR (de-DMSO) 5 ; 

2. 28 (s. 3H), 4. 04 (brs, 1 H) . 
4. 42 (brs. 2H), 4. 76 (brs, 2H). 
6. 99 (t. J = 8 H z , 1H), 7. 11 (d, 
J = 7 H z . 2H), 7. 37 (t. J = llHz, 
1H), 7. 48 (d, J=8Hz, 2H), 7. 
94 (d, J = 15Hz, 1H). 8. 33 (brs, 
3H). 8. 44 (s, 1H) 

c m m m i 7 2 ) 

1- (3-7W-4, 6-v7;U^p7x-;U) - 7 
- (3-7; / 7 ^ v > - 1 - ;U ) -8-?dd-6 
~7^to - 1 , 4-vt F d - 4 - t + V - + y 'J > - 

y * > * ju * > a * ffl ^ if & a & m m 1 7 1 

0Tft£{fc£to£8fc o 

St .6: 1 80-1 9 0 t 
'HNMR ( d 6 - D M S 0 ) 6 ; 
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2 . 35 (s, 3H). 4. 04 (brs, 1H), 
4. 43 (brs, 2H), 4. 75 (brs. 2H), 
6. 99 (t. J = 8 H z , 1H). 7. 37 (t. 
J = 1 1 H z , 1H), 7. 95 (d. J = 14Hz, 
1H). 8. 36 (brs, 3H). 8. 48 (s. 
1 H ) 

c n n m i 7 33 

8 - ? p p - 6 . 7-^7;P^-d-1- ( 2 - 
^DD-4-7;l/^-D-5-^hD7i^;U) - l, 4- 
5? t N-4-t+v + ; U > - 3 - # ;u # * •> u - : 

8 - ? p p - 6 . 7-v7;U*d-i - ( 2 - 
^DD-4-7;u^-D7x^yu)-i, 4 - v? t K d - 4 
- * * v * y y >-3-*^*-*->u - h * ffi tz n * tt 

: 

I* : 1 9 7 - 2 0 1 t 
'HNMR (d,-DMSO) <5 ; 

1. 27 (t. j=7Hz, 3H), 4. 25 (q, 
J = 7 H z , 2 H) . 8. 2 3 - 8. 3 2 (m, 2 H) , 
8. 55 (s, 1H), 8. 94 (d, J=7Hz, 
1 H) 

c n m m 1 7 4 ). 

1- ( 3 - T i ;-6-^dd-4 - 7ibtD7i_i) 
-8-*dd-6, 7 - v 7 ;U :* p - l , 4 - b K p - 
4 - * * V * y U > - 3 - * ;U sjf > 9 : 
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?dd-4-7;1/;*-d-5- — hP7x — ;U) - l, 4 - 
vt Kd-4 - t*v + ; U > - 3 - ^ 1. 

5 g > S* 2 g £ £ $ 5 m 1 Kjjn*., 6 0 < C"C2B#^](iDfi{j| 
# L „ *J§^£-t?7>f h T AS £ L N £ ifc , ? d d A 
-C2fc#Lfc 0 &&£MEESf£L> » j£ ic x 9 J - Jl £ to z_ x 
@ ft £ & L , s;ifjH-fAt«Hfc, C © @ ft 1: 
giSS4m 1 ,fti4m 1 ^Jd^, HtNlftliNlSftL*:. 
& # & x #f tii $1 * ffi Jfc L , x * y - ,k yxf ^x-f;l/ 

: ^HfeJ^^ 
Si .6: 2 3 7 - 2 4 2 t 
'HNMR (d,-DMSO) 5 ; 

7. 12 (d. J = 8 H z , 1H). 7. 50 (d, 
J = 1 2 H z , 1H), 8. 41 (t, J = 9 H z . 
1H), 8. 60 (s. 1H) 

c n n m 1 7 5 ) 

7 - O-TWTff^-l-^b) -1- (3- 
7 ->'-6-^dd-4--/7;U^-p7xx;U) - 8- ^ 
dd - 6-7;b*D - 1, 4-?k ro-4-t + v- * 
^ 'J > - 3 - # ;U # > g£ : 

8 - ? n d - 6 , 7-^7 71/^-0-1- ( 3 - 7 ^ y - 
6-^do-4-7;1/^-d7xx;U) - 1 , 4 - v fc K d 
- 4 - * * y * y «j > - 3 _ # , u *- > g§ £ ffl t , fc (2 ^ , 4 m 



WO 96/23775 



170 



PCT/JF96/00152 



S!t^:>265 , C(^j|?) 
'HNMR (d,-DMSO) 6 ; 

3. 7 0 (b r s. 1 H) . 4. 0 6 (b r s. 2H) . 
4 . 67 (brs, 2H), 5. 76 (s, 2H), 
6. 99 (d. J=8Hz, 1 H) , 7. 46 (d, 
J = llHz. 1H). 7. 88 (d, J = 14Hz, 
1H). 8. 48 (s. 1H) 

c % m m 1 7 6 ) 

1- (3-7;y-6-^oo-4-7;l/tD7i-;l/) 
-7 - [ (3 S) - 3- 75 y tfoijy> - - 
8-^dd-6-7;1/^-d-1, 4-vtKn-4-^- + 
V - 4- y 'j > - 3 - # ;U * > $ : 

8 - ? d o - 6 , 7-^7^^-u-l - (3-y;y_ 
6 - ^ n n - 4 - n 7 x-;l/) -1, 4 - v t K □ 

-4-**y*yU>-3-*Ml/#>tt % (3 S) - 3 - 
7;7lfDiJi?>i| ^ fc (3 ^ (i nmm 1 l 7^|i;l 

t m ie it £ $i £ ?# £ o 

: 

M * : > 1 9 5 °C ( # ft? ) 

'HNMR (ds-DMSO) 5 ; 

1. 52-1. 74 (m. 1H). 1. 91-2. 
15 (m, 1H) , 2. 71-3. 80 (m, 5H), 
5. 75 (brs, 2H). 6. 99 (t, J=8Hz, 
1H). 7. 46 (t, J = l 1Hz, 1H), 7. 
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92 (d, J=14Hz, 1H), 8. 35 (s, 
1 H) 

mmm 177) 

x ?- ;U 8-?dd-6. 7-i?7)U*a-l - ( 4 - 

7;U^-d-5-— Hd7x — 4 - 5? t K d - 4 

- * * 7 * y V > - 3 - # /U #' * •> - f» : 

x ?• ;U 8 - ? d d - 6 , 7-^7;U^-d-1- ( 4 - 

7;p^d7x-;U) - l, 4 - n F d - 4 - * + y + ; 

§4 .6 : 2 4 9 - 2 5 6 t 
'HNMR (de-DMSO) <5 ; 

1. 26 ( t , J = 7 H z , 3H), 4. 23 (q. 
J = 7Hz. 2H), 7. 84 (t, J = 10Hz, 
1H), 8. 14-8. 19 (m, 1H), 8. 23 
(t, J=9Hz, 1H). 8. 50 (s, 1H), 
8. 65- 8. 68 (m, 1H) 

c $zn m i 7 8) 

8 - 9 a a - 6 , 7- : J7A/*u-l- ( 3 - T i J — 
4-7;b*D7x — -1, 4 - •/ t F a - 4 - t + V 

x^/u 8 - * o d - 5 . 6, 7-F'J7^tD-l- 
(4-7;l/^D-5-xha7x — JU) -1, 4 - t K 
o-4-**7*7 'J > - 3 - ;U * * •> 1/ - h * ffl ^ 
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nfr&nmmi 7 4 &n«cL?*E it 

jHL6:238-243 < C 
1 H N M R (ds-DMSO) <5 ; 

6. 74-6. 89 (m. 1H), 6. 95-7. 

0 7 (m. 1 H) . 7 . 2 1 ( t , J = 8 H z , 1 H) , 
8. 40 (t, J=9Hz, 1H). 8. 56 (s. 

1 H ) 

t mm m 1 7 9 ] 

7 - (3-7; ;7*f y> - 1 -1- ( 3 - 
7$y-4-7;U*D7x-=.;U) -8-?dd-6-7;U 

* d - i , 4 - t i>' d - 4 - t 4 v - + / ij > - 3 - * 

;U # > ft : 

8 - ? d d - 6 , 7-v7^^-d-1- ( 3 - 7 ; y - 
4-7;i/*D7i^;U) - l, 4--n Fo-4-t + y 

* / y > - 3 - * ;u > a * ffl tx ^ b ^ (i ^ i i 7 ^ 

tttt : Jtfet&* 

14*: 2 3 6 - 2 4 6 t ( # JS? ) 
'HNMR (d.-DMSO) 6 ; 

3. 7 7 (b r s, 1 H) , 4. 12 (b r s, 2H) , 

4. 66 (brs. 2H), 5. 58 (s, 2H), 
6. 60-6. 72 (m, 1H). 6. 87 (d. 
J = 8Hz, 1H), 7. 16 (t, J = 10Hz, 
1H), 7. 87 (d. J=14Hz, 1H). 8. 
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3 9 ( 


s 


. 1 H ) 








c m m m i 8 


0 


) 








i f- )l 8 


— 


? D D - 6 , 7-i?7^*D-l 


— 


( 4 


— 


7 ;U * D - 2 


— 


yf-;U-5--hD7x-;U) - 


1 


. 4 


— 


t K o - 4 




* * y * y y > - 3 - -h ;u ** * •> 




- h 




.x. ^ ;U 8 




?od-6, 7 - v 7 ;U * d - 1 




( 2 




y f- - 4 - 


7 


;U^"D7x — JU) - 1 , 4 - it t 


K 


D - 


4 


- * * v * y 


•J 


> - 3 - # /U ** * •> u - h * ffl 




12 


i± 



187-1 91t 
'HNMR (CDCl.) i; 

1. 40 (t. J=7Hz, 3H), 2. 25 (s, 
3H), 4. 20 (q, J=7Hz, 2H). 7. 
is 36(d.J = llHz,lH),8.11(d, 

J=7Hz, 1H) 8. 26 (s. 1H). 8. 38 
(t,J=9Hz,lH) 

c m m m 1 8 n 

8 - ? d d - 6 , 7 - 7 ;U * o - l - ( 3 - 7 ~ y - 
20 4-7;U^-D-6-y^;U7x^/U) - 1 , 4 - k K d 
-4-^ + y + y 'J > - 3 - *7 ;U *" > K : 

x * ;U 8 - ? o d - 6 , 7-s;7AtD-l - ( 4 - 
7;btD - 2->f ^ - 5-_ hD7 i -;l,) -1, 4 _ 
xt Ko-4-**y*y »;>-3-Xmu#*->u- h £ 
25 ffl t*fc S *tt*H«174£W*lcLT«E ft 
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ft .£ : 225-230t 
'HNMR (d.-DMSO) 6 ; 

1. 89 (s, 3H). 7. 00 (d, J = 8 H z , 
1 H) t 7. 16 (d. J = 1 2 H z , 1H), 8. 
42 (t, J = 9Hz. 1H), 8. 51 (s, 1H) 

c m m m 1 8 2 ) 

1- (3-7;;-4-7^tD-6->f;l/7x-^l/) 
-7 - (3-7;/7^f f ;>-lMA) - 8 - ? o d 
-6-7;U*o-l, 4 - i? t K D - 4 - * * V - + y ij 
>-3-*/l/#;/lfc: 

8 - * D D - 6 , 7 - y7^tD - 1 - ( 3 _ y c y _ 

4-7^tD-6->f;l/7i^;l/) - l 4 - t K d 
-4-**y*y 'J>-3-*;i/t;>S^)Si>fciH>|jI 
ife 0J 1 l 7i:^^{cLTSIi2<(:^^^|#/c 0 
tttt : tf 

§4* : > 2 5 1 °C (#&?) 
'HNMR (d 5 -DMS0) 5 ; 

1. 88 (s. 3H), 3. 71 (brs, 1H), 

4. 06 (brs, 2H), 4. 65 (brs. 2H), 

5. 38 ( s , 2 H) , 6. 79 (d. J = 7Hz, 
1H), 7. 06 (d, J=llHz, 1 H ) , 7. 
9 1 (d, J = 1 3 H z , 1H), 8. 29 (s. 
1 H) 

( n m ffl 1 8 3 ) 
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7 x - ;U ) -8-?oo-6, 7 - 7 * t d - 1 , 4 - 
v> h F d - 4 - t * V + ; U > - 3 - a ;l/ # * •> 1/ - f> : 

x f- ;U 1- (2-7'd*-4-7^*o7x-/U) - 

8 - ? n o - 6 , 7 - v> 7 ;i/ * d - 1 , 4 - 5> k K d - 4 
- * ■ * V * J y > - 3 - * ;u * •> u - h * ffl n fc * (i 

9 7 i fttti: u TaiEfk^JKj^tffc. 

tttt : 

: 2 0 5 - 2 1 4 t 
'HNMR (d.-DMSO) 5 ; 

1. 27 (t, J = 7Hz. 3 H) , " 4 . 25 (q, 
J = 7 H z . 2H), 8. 27 (t, J=9Hz, 
1H), 8. 41 (d, J=llHz, 1H), 8. 
5 3 (s, 1 H) . 8. 9 1 (d, J = 8 H z, 1 H) 
C $ JS m 1 8 4 ) 

8-^dd-6. 7 - v 7 d — 1 — (3_ 7 5y_ 
6-7*D*-4-7;l>*o7x-;l/) -1, 4-vfcKo 
-4 - t4v + ; y > - 3 - a JUX >m : 

x f- ;U 1- (2-7'D*-4-7;U*D-5-^hD 
7 x - ;!/ ) -8-?dd-6, 7 - 7 ;l> * d - l , 4 - 
t F d - 4 - t + V + / "J >-3-a;U#*j/i/- h£ 

it'fcHfrliWWl 1 7iB»i:iTlEft*«i*Tlfc. 

: 

2 3 1 - 2 3 9 t 
'HNMR ( d. - D M S 0 ) 6 ; 
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7. 14 (d, J=9Hz. 1H), 7. 58 (d, 
J = 1 1 H z , 1H), 8. 43 (t, J=9Hz. 
1 H) , 8 . 5 8 ( s . 1 H) 
(Hi^Jl 8 5] 

7 - (3-7;y7tffiJ>-l-fA) -1- (3- 
7^y-6-7'D*-4-7;P^D7x-;U) - 8 - ? □ 

V > - 3 - # ;U * > $ : 

8-?do-6, 7-^7 71/^-0-1- ( 3 _ 7 ; y _ 

-4-**y*y U > - 3 - # ;U *' > $ £ ffi 15 TiM* H 

: > 2 0 0 t (^0?) 
'HNMR (d,-DMSO) 5 ; 

3. 8 9 (b r s, 1 H) , 4. 2 7 (b r s. 2H) . 

4. 71 (brs. 2H), 5. 81 (s, 2 H) , 
7. 0 3 (d. J=8Hz. 1H), 7. 55 (d, 
J = 1 1 H z . 1H), 7. 93 (d. J = 1 4 H z, 
1H), 8. 33 (s, 1H) 

mmm i 8 6 ) 

x*,u l-(2-^h*'>-4-7;U*D-5-x|* 
D7x^i;U) -8-*dd-6. 7-y7ybtD-l, 4 

- •>* h K d — 4 - t + v + y > - 3 - * ;u ** + •> u - h : 
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-8-?dd-6, 7-i?7fr7tv-l, 4 - y t K o - 
4 - * * y * / 'J >-3-*;P**+^i/ - h £ ffl ^ fc « 

tttt : 

s iU!*:220-225 < € 

'HNMR (CDC ] 3 ) 5; 

1. 40 (t. J = 7 H z . 3H), 3. 92 (s. 
3H), 4. 40 (q, J=7Hz. 2H), 6. 
94 (d, J = 1 2 H z . 1 H) , 8. 21-8. 
io 30 (m, 1H), 8. 26 (s, 1H), 8. 34 

(t, J=9Hz. 1H) 

i^mm I 8 7 ) 

8 - ? o o - 6 , 7-V7Jl,*a-l - ( 3 - 7 i ; - 
6-^h + ->-4-7;l/^P7x^;U) - l 4 - v t K 
is n-4-**y*yy:/-3-*7 ;!/#>»: 

* * * 1- (2-> h*->-4-7^tD-5--F 
D7x~;U) - 8 - ? o □ - 6 , 7-?7*tn-l, 4 

^ ffl i3 ^ ii 1 7 4 <t^#li LT«E<fc^tt£f| 

20 /: o 

: 1 4 3 - 1 5 1 °C 
'HNMR (de-DMSO) 6 ; 

3 • 7 0 ( s . 3H), 7. 19-7. 37 (m, 
* 2H).8.40(t.J=9Hz.lH),8. 
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5 6 ( s . 1 H ) 

c mm m i 8 8 3 

1- (3-7;;-6-y h + v- 4- 7;btD7i; 
^ ) - 7- (3-75>/7*f - 8 - ? 

od-6-7;U*d-1, h'o-4-*+y- + 

y U > - 3 - * yl/ > S : 

8 - ? o o - 6 . 7-v7/U*o-l- ( 3 - r i ; - 
6-yh*->-4-7.;l/^D7x — 

o - 4 - * * y * y y > - 3 - * * ** > » £ fc If * li 
£ ft 0J 1 1 7iB*i:LT8IEft^»*||fc e 

NL& : > 2 4 4 1 ( # A? ) 
'HNMR (d,-DMSO) <5 ; 

3. 68 (brs, 4H). 4. 05 (brs. 2H), 

4. 65 (brs, 2 H ) , 5. 01 (s. 2H), 
6. 87 (brs, 1H), 7. 09 (d, J = 12Hz, 

1 H) , 7. 8 6 (d, J = 1 4 H z , 1 H) , 8. 

2 9 ( s , 1 H ) 
(Hi^i 18 9) 

■ x f- ;!/ 1 - ( 3 - < > it jl, * * •> # ;u # ^. ;u T ; j _ 
4, 6 - v 7 ;t/ ^- o 7 x — ;U ) -8-?no-6, 7 - 
7/l/tD-5--FD-l, 4 - -n F d - 4 - t * y + 
/ U > - 3 - a ;P # * •> U - > : 

x ^ ;P 3 - * d d - 2 , 4, 5 - MJ7A*d-6- 
-ho^/'/^;i,7tf - h £ ffl ^ If M: §S » AH 1 0 2 
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I* : 2 3 3 - 2 4 1 t 

'HNMR (d.-DMSO) d ; 

1. 38 (t. J=7Hz, 3 H ) , 4. 38 (q, 
J = 7Hz, 2H), 5. 2 1 (s, 2 H ) , 7. 
01-7. 15 (m, 2H), 7. 40 (s. 5 H) . 
8. 32-8. 40 (m, 1H), 8. 36 (s, 
1 H ) 

mmm i 9 0 ) 

5 - 7 $ y - 1 - (3-7W-4, 6 - 2; 7 ;l> * n 7 
x - ) -8-?dd-6, 7 - v 7 ;U * d - l , 4 - 

bKD-4-t*V*yiJ>-3-*;l/sK>i: 

f - 7U 1 - ( 3 - ^ > ;u * * •> # ;u * ju 7 * y - 

4, 6-->'7yU*u7x^.;U)-8-?DD-6, 7 - 
7;U^-D-5--hD-l, 4-?t Fo-4-**y* 
-/ U >-3-rt^*K*->U- h * ffl ^ fc « H » fl| 1 7 4 

Hi * : >2 7 Ot 
'HNMR (d 6 -DMS0) <5 ; 

7- 02 (t, J=8Hz, 1H), 7. 39 (t, 
J=10Hz, 1H), 8. 46 (s, 1H) 

tnmm i 9 1 ) 

5-7W-1- ( 3 - 7 * y - 4 , 6 - 7 1 o 7 
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x - ;U ) "7 - (3-7;;7*fj;>-l-^M - 8 
-*dd-6-7^*d-1, 4-nFn-4-t+v 

- + y y > - 3 - ij )i # > g : 

5 - 7 5 y - 1 - ( 3 - T $ y - 4 . 6 - 5> 7 d 7 
x^yl/) - 8- ^dd-6, 7->'7;U^- D -i f 4 - y 
t + y + y >; > - 3 - * n, *• > ® * m ^ fz H 

1 1 7 lT®2Z<t&®Zntz 0 

: if 

Ifc.£:>2 2 9 c C(#ft?) 
'HNMR (d t -DMSO) 5 ; 

3. 9 8 (b r s, 1 H) . 4. 3 8 (b r s, 2H) , 

4. 67 (brs, 2H), 5. 39 (s, 2H), 
6- 9 0 ( t , J = 8 H z , 1 H) , 7. 3 4 ( t , 
J - 1 1 H z . .1 H) . 8. 29 (s, 1H) 

( ^ m m i 9 2 j 

* *■ ^ 1 - ( 3 - * > s; ;u * * •> a , b # - ;l , 7 5 , _ 
4 - . 5. 6-MJ7;U^D7x-;U) - 8- ^ DD -6, 

7 - * 7 * * d - 1 , 4--nFD-4-nv + ;ij> 
- 3 - ij )\/ ft 4. i/ i, _ |* . 

•x * ;U 3 - * d p - 2 . 4, 5-Fij 7 ^D<>7 
-f ;U 7 -tr r- — h N N - ^ > v ,u , u _ 4 f g > 

'HNMR (d 6 -DMSO) (5 ; 

1. 42 (t, J=7Hz, 3 H) . 4. 40 (q, 
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J=7Hz. 2H), 5. 21 (s. 2 H) , 7. 

05 (brs, 1H), 7. 39 (s, 5H), 8. 

19 (brs, 1H), 8. 31 (s, 1H), 8. 
34 (t, J=8Hz. 1H) 

imrnm 193] 

1- ( 3 - 7 5 y - 4 . 5, 6-hU7;U*D7x-;U) 
-8-?dd-6, 7 - 7 ;U * d - 1 , 4 - y t F d - 
4 - * * y * y y >-3-*7;l/*>$: 

x f - ;l/ 1 - (3-^>y;l/t+y^^;-;b7;;- 
4, 5, 6-h'J7;U^-o7i^;P)-8-^DD-6, 
7 - v 7 ;u * d - l , 4-n Ko-4-t + y + ; »j> 
- 3 - # ;U ** * •> i/ - h*ffii*fcsfr|*ISitfl|l 0 3 <fc ^ 

IfcjS : 2 3 2 - 2 3 8 t 
'HNMR (d,-DMSO) <5 ; 

6. 88 (dd. J = 4 H z , J=9Hz, 1H), 
8. 40 (t. J=9Hz. 1H), 8. 79 (s, 
1 H) 

imnm i 9 4 ) 

7 - (3-7;;7«f5;>-l-^) -1- ( 3 - 
7 ^ y - 4 . 5, 6-h'J7;l/^-n7x^.;l/)-8-^n 
d-6-7;I/^-o-i, 4-xt F o - 4 - t + v + y y 
> - 3 - # 71/ * > $ : 

1- ( 3 - 7 $ y - 4 . 5, 6-h'J7;U^-D7x^.;U) 
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-8-?nn-6, 7-v 5 7 7l/*o-l, 4-vbKo- 
4 - * * v * y u > - 3 - XMi/#>ft*ffl^fcKjM*!l;» 
0J 1 1 7£R|#KLTaiEfl: 

> 2 2 4 t 
1 H N M R (d 6 -DMSO) <? ; 

3. 73 (brs, 1H), 4. 08 (b r s , 2 H) , 

4. 68 (brs. 2H), 5. 78 (s, 2H), 
6. 78 (t, J=6Hz, 1H), 7. 87 (d. 
J=14Hz, 1H), 8. 55 (s, 1H) 

(HI^Jl 9 5 ) 

1- (3-t e r t - yf 
T i S - 4 , 6 - 7 ;P :* □ 7 x - ;U ) - 8 - 7" D ^ - 6 , 

7 - 7 ;u * d - l , 4 - t K d - 4 - t + v + ; 'J > 

- 3 - i] ju *' 4- •> 1/ - h : 

if-;!/ 3-7'd*-2, 4, 5- MJ7;l/tnO-/ 
^7tf - h , #t^Jl 0ON- ( t - 7' h * •> ;U * 

— ^ ) - 2, 4-i?7;l/tD-m-7xil/>J/'7;>* 

'HNMR (CDC ],) 5 ; 

1. 40 (t, J=7Hz. 3H), 1. 54 (s, 
9H), 4. 40 (q, J=7Hz, 2H), 6. 
81 (brs, 1H), 7. 07 (t, J=10Hz. 
1H), 8. 25-8. 48 (m, 2H), 8. 38 
( s . 1 H ) 
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immm i 9 6 3 

1- (3-7; ;-4, 6-^7;l/*D7x-;lO - 8 

- 7* d * - 6 , 7 - J?7^tn - 1 , 4-n h'n-4- 
* * 7 * y V > - 3 - # > g : 

5 xf* 1 - (3 - t e r t 

7 5 y - 4 , 6 - v 7 ;u ^ d 7 x — ;u ) - 8 - 7' □ t - 6 , 

7 - 7 ;U * □ - 1 , F d - 4 - t + y + ; y > 

- 3 - ij )l *" + •> !✓ - h £ ffl ^ fc H *> tt £ Jfi fl| 1 0 3^ 

|j| Si*: 2 2 8 - 2 3 2 t 

! 'HNMR(d 6 -DMSO)(5; 

;{ 7 - 05 (t. J = 8Hz, 1H), 7. 43 (t, 

f ; J = 1 1 H 2 , 1H), 8. 43 (t, J = 9 H 2 , 

H » 1H), 8. 69 (s. 1H) 

fw tnmm 1 9 7 ) 

izta 

I 7 - (3-7< yrt'f y>-l->f;l.) -1- (3- 

7 S y - 4 , 6 - v 7 ;u * d 7 x ^ ;u ) - 8-7"p€--6 

- 7 ;U * d - 1 , 4-nFD-4-t + y- + /ij>. 
20 3 - # ;U *' > Wt : 

1- ( 3 - 7 ; y - 4 , 6-v?7;l/^D7x~;i/) - 8 

- 7* d * - 6 . 7 - J?.7^to - l, 4-i?kKo-4- 

**v*y 'j > - s - fjjut:>wtim^t:ii^itmmmi 1 7 

25 : 
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K j& : > 2 0 6 V (AM) 
'HNMR (d e -DMSO) 5 ; 

3. 76 (brs, 1H). 4 . 07 (brs, 2H), 

4. 68 (brs, 2 H) . 5. 41 (s, 2H), 
6. 92 (t, J = 8 H z , 1H). 7. 38 (t. 
J - 1 1 H z . 1H), 7. 90 (d, J = 14Hz, 
1 H) , 8. 46 (s, 1H) 

t^Mffll 9 8 ) 

Jl 1- [3 - (N-t-ri> + ^;K;iA-N 
;) - 4. 6-v7;l/*D7 x ^;U] - 8- 
* D o - 6 . 7-^7A*d-4-**v-1, 4 - y t 
K d - * y y >-3-*;1/jK*->u - f> : 
1. 40g©3-^DD-2. 4. 5-MJ7AtD< 

- i b + •> - 2 - (3* - * o n - 2 ' , 4' , 5' - h 

L/c^DD^;UA^^iOml(C x N - ( t - r h 4- j/ * 
)\,tfz.jU) - 4 , 6 - v 7 ;U * d - m - 7 x j=. U > T S 

^ETi:i8iL/:. l. 4g©i*gt*'in 

£ 6 m 1 (D N , N-y^/^/K7; K 4 Jo i T 9 0 t 
■?10aat#Lfc.«fcLfc©5 % 3&|;:i. 4g£D&7j< 

2 B$ $ # ^ /c 0 50ml©?OD*;UA£500m)© 
&§7k£JO;L T ^^T^dd*;K1^ x 5 0 0ml 
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^^tffTCS^L> 3ml ©x^;-;^Juit|[IU;o 
#r iii $l £ it x ^ y - ;k v >f 7 7° u t° ;l/ .x - -r ;U <D j® 
KftoT, 1. 3 8 g0fiefk^!&^||fc o 

14 M : 1 9 2 - 1 9 4 *C 
'HNMR(CDC1 8 )<5; 

1. 43 (t, J=7Hz, 3H), 1. 44 (s, 
9H), 3. 22 (s, 3H), 4. 41 (q, J 
= 7Hz, 2H). 7. 10 (t, J = 9Hz, 1H), 
7. 38 (t, J = 8Hz. 1H), 8. 34 (dd. 
J = 8Hz. 10Hz, 1H), 8. 58 (s, 1H) 
C H It m 1 9 .9) 
1- (3 - > f *7 i ; - 4, 6-J?7Ato7x-;l/) 
-8-?dd-6, 7-v7;U^d-4-^-+v-i, 4 
- t F d - + y y > - 3 - # ^ # > g . 

i f- ^ 1 - [ 3 - ( N - t — 7* h + •> N 
y) - 4, 6 - 5? 7 ;u * d 7 x - yu ] - 8- 
? d d - 6 . ■7-i?7yU^-D-4-*+y-l, 4 - fc 
Kd-*; ij > - 3 U - hi. 2 6 g £ 4 m 1 

©4«^^K < t^g ? ©^^ (i : i f v/v) Cloit, 
1 *m*tt*Jn*&** L fc. 5 m 1 ®&ff**ft]*. fctfcft 
tfj L ^ #r iiJ £ at Bfc L ^ i^y-ji/. *j <4 y •? u \* & -s. — 
^ ^ © J! f: ft ^ T 8 9 OmgO^Eft^fe^llfco 
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IB .£ : 2 1 7-2 2 Ot 
'HNMR (d s -DMSO) <5 ; 

2. 6 7 (d, J =5Hz. 3H) . 5. 9 5 (b r s, 
1 H ) . 7. 06 (t, J = 8Hz. 1H). 7. 
45 (dd. J = 10Hz, 1 2Hz, 1H), 8. 
41 (dd, J=9Hz, 10Hz, 1H), 8. 
7 2 ( S , 1 H ) 

tmmrn 2 o o ) 

7 - (3-7W7ff^;M -1- (3-yf 
$ y - 4 , 6 - v7;Ud7i;^) -8-?oo-6- 
7;i/*D-4-**y-i, 4 - t K d - * y u > - 3 

1- (3-^A7;;-4, 6 - v 7 ;U * d 7 x - ,1, ) 
-8-?dd-6, 7-^7^tD-4-**y-i, 4 
- t F d - + ; U > - 3 - * yl/ sH > » 1 5 0 m g , 3 - 
7 $ y 7 -t? f- > 1 1 0 m g , N - y ;U t° d U 

v > 2 5 0 m g £ 6 5 0 m g 0 N , N-^f A*^i'7 
^KlCto^L. l^BigO^Ttt^Lfco 0. 5 m 1 O x * 

S!l*:209-212 < C 
'HNMR (d 6 -DMSO) 6 ; 

2. 68 (d. J=5Hz. 3H), 3. 69 (m. 
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1 H) , 4 . 0 2 (m, 2 H) . 4 . 6 5 (m, 2 H) , 
5. 89 (brs, 1H). 6. 96 (t, J = 8Hz. 
1H). 7. 40 (t. J=10Hz, 1H), 7. 
88 (d, J = 1 4 H z . 1H), 8. 48 (S. 
1 H ) 

c m m M 2 0 1 ) 

1- (3-7;y-4, 6 - 7 ;U * p 7 x x 
^ ) - 6 , 7-5>7;Ujf-D-8->h*->-l, 4-->'t 
K d - 4 - * * V * y ij > - 3 - ij JU *' * •> U - h : 

x f- ;U 2, 4, 5-f>'j7;U*D-3-,<h*-/'<> 
'/-f *7**- h 4 . 1 g C:**ftB8 . 6ml, it Jl V 
«hyx*/i,3. 2 m 1 2 ^IDAilRadttl, «IK 

£ @ * L , SiiaAX^^U^^gt^^ » * C * O 

d^^AI OmUim^ OtT, N - ^ > v ;b * * -> # 
Jl*-)[, - 2 , 4 - v 7 )l it d - m - 7 x ^ L/ > 7 ^ > 
1. SlgO^DDt^AlOmljgjKtlTL, t| T 
3 Bnt^lto SlSSogi^S^ u *s *) * V to* ? 
^9v-?h?77<- lZ tf L (fcfafc}£&;ft®x*7U:^ 
1 : 8) J:t)H«L»fctt«*2. 4 g 0 7 *, 5 8 0 m g 
© N. N-s;**yu**AT5-K4ml*tt^Ea*u 
3 8ra g^Jfl^, 1 0 0 V"C 2 5 ftmmW L tz 0 g 
ffittfcfcrt'lMl&A KJEttC**, ft » x £ Jn * 
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: 

M * : 1 5 9 - 1 6 2 X 
'HNMR (CDC1,) i ; 

1. 39 (t. J=7Hz, 3H), 3. 57 (s, 
3H), 4. 37 (q, J = 7 H z , 2H). 6. 
84 (t. J=8Hz. 1H), 7. 00 (t, J 
= 9Hz, 1H), 8. 08 (t, J = 9Hz, 1H), 
8 . 2 6 ( s . 1 H ) 

c mm m 2 0 2 j 

1- (3-7$y-4. 6 - v 7 ;U * o 7 x ;U ) - 6. 
7 - s; 7 ;U * d - 8 - / Y * •> - 1 . 4 - h K d - 4 - 

x f- ;u 1- (3-7;y-4, 6-s;7;u^D7x- 

;U)-6. 7-y7^^-o-8->h + ->-l. 4-vh 
Kp-4-**y*v U >-3-*;u - h £ jjj ^ 

fc H l 0 3iH»i:LTlEft*«i*llfc B 

tttt : 

K £ : > 2 7 7 t ( # Jj? ) 
'HNMR (ds-DMS 0) 5 ; 

3. 12 (s, 3H), 6. 71 (t, J=9Hz. 
1H), 7. 00 (t.J=10Hz, 1H), 7. 
73 (t. J = 9Hz, 1H), 8. 20 (s. 1H) 

c ft m m 2 o 3 ) 
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7 - (3 - 7 ; y 7ff > - 1 --f -1- ( 3 - 

7 i y - 4 , 6-i?7)l*a7j_-j\,) - 6- 7)l,*a- 

8 - ^ h^.>_i t 4 - 5? b K d - 4 - * * 7 * y U > - 
3 - # ^ *' > g : 

1- ( 3 - 7 5 y - 4 . 6-^7;l/^-D7i-;U) - 6, 

* * 7 * y »J > - 3 - * ;U *' > & l 70mg*-;xf;n- 
x 71/ 4 m 1 IZ MM £ s tK^TZ 7 y ft* * # v xf - 

3-7;;?ffy>.2lg8jg70mg, MJxfA 
7 = > 0 . 1 7 m 1 O S? > * ;l/ * ;u * * 5/ k 1 m 1 jfc £ 
7 OtTjt^L, ±E©fc*tt 1 0 Omg^tox., ^fit 

2 US & # L 0 £ i£ & K v X ^ 7U - x 71/ £ flfl "r *7 ^ 

^ * ft . mm IZ 8 0 % J ? y - ji, 5 m ] x h V jut 
i > 5 m 1 £Jn;i-BfcSfiEL, filEttKi^y-^^joi 
@ # * *t Hfc L , »»ftft5|[(Dimill3 4agt)|fc, 

iK .6 : > 2 9 0 t 
'HNMR (d 6 -DMSO) <5 ; 

3 • 11 ( s . 3H) , 3. 74-3. 89 (m. 
2H), 3. 90-4. 02 (m, 1H), 4. 38 
-4. 48 (m. 2H), 5. 36 (brs. 2H). 
7. 14 (t, J = 9 H z . 1H), 7. 30 (t, 
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J = 1 0 H z . 1H), 7. 76 (d. J = 12Hz, 
1H), 8. 39 (s, 1H) 

inmm 204) 

8 - * p d - 6 , 7-i>7**o-l - (2. 4, 6 - 
MJ 7;^d - 3 - - h d 7i-/P) -1, 4-vtKo 
-4 - u >-3-*;i/^:>®? : 

8 - ? p p - 6 , 7- : J?)U*n-l- (2. 4, 6 - 
h 'J 7 ;U * p 7 x - ;P) -1, 4-n Fd-4-* + v 

* y y > - 3 - * ;u * > $ * « ^ /c if *n (i n ft #j 9 iiyi 
k u t g ie i k £ « * n tz o 

tttt : $3t£t&* 

: 1 5 7 - 1 5 9 t 
'HNM.R (d,-DMSO) 5 ; 

8. 16 (t, J=llHz, 1H). 8. 40 (t, 
J = 9 H z , 1H) , 9. 06 (s. 1H) 

c n m m 2 0 5 ) 

8 - ? p p - 6 , 7-v?7;u*p-l- ( 2 , 

4, 6-hU7;U*o-3- — Ko7x^.;U)-l, 4 - 

h Kn.-4-t + V*; U > - 3 - ;l/ *' * •> U - h : 

8 - ? p p - 6 , 7-v7;U^-p-l - (2, 4, 6 - 

hU7;U^-p-3--hP7x~yU) -1, 4 - •>' h F o 

-4-**y*yy>-3-*;u»K>lt ( 8 3 0 m g ) tc 

*<fcf-^-;U2m.l*tiD*8.0^T-!fttt»LA:o 5 0$ 
i:*^Tx^ ; - m 1 £ k> o < DilTLfco^ 5 

Lf/rfcB L/;@tt£flgJfc Ll£iE{l:£^ 3 1 0 m g 
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: 1 6 7 - 1 6 9 t 
'HNMR (CDC Is) 6 ; 

1. 41 (t, J=7Hz, 3H), 4. 41 (q, 
J=7Hz, 2H) , 7. 19 (t. J = 9 H z . 
1H), 8. 22 (s. 1H). 8. 35 (t, J 
= 9 H z , 1 H ) 

( %m m 2 0 6 ] 

8 - * o o - 6 . 7 - y 7 ^ t d - 1 - (2, 
4, 6-MJ7;U*o-3-*;l/«/l'7$y7x.=.;U) - 
1. 4 - v> fc d - 4 - t + V * ; U > - 3 - * ;U # * •> 
U - h : 

8 - ^ d d - 6 , 7-x7;l/3t-D-i - (2, 
4, 6-h'J7/l/tD-3--hD7z-;i/) -1, 4- 
v t + V + y U > - 3 - ij )l *: * •> U - h £ 

ffl^fcl3fr(i£lfc0J l 6 6 LX^it^m^ntz 0 
n& : 

Bfcj£ : 1 9 7 - 1 9 9 °C 
C H Jfe 0J 2 0 7 ] 
1- (3-7;;-2, 4, 6-MJ7**D7i;A) 
-8-?od-6, 7 - 7 ;U * d - 1 , 4 - n F d - 
4 - t + y * y >J >-3-*7;U*>$ : 

8 - * n d - 6 , 7-^7;u*d-i- (2. 
4, 6-h'J7;U^D-3-^;U$;l/7$y7x-;U) - 
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1 . 4 - 'J b K d - 4 - * * y * y y > _ 3 _ , u # ^ ^ 
^-h*ffl^fcS*tt**fll 9 £ Rlfte L T 

'HNMR (d.-DMSO) 5 ; 

5. 57 (brs, 2H), 7. 42 (t. J = llHz, 
1 H ) , 8. 40 (t, J = 9Hz. 1H), 8. 
9 1 ( s , 1 H ) 

iunm 2 o 8 ) 

7 - (3-7i;7ffy>-l-^l.) -1- ( 3 - 
7 = y - 2 , 4, 6-MJ7;U*o7x^/U) - 8 - ? d 

1- (3-7W-2, 4, 6-MJ7;^D7i;;H 
-8-?dd-6, 7 - v 7 ;l> * d - l , 4 - 5? t K d - 
4 - * * 7 * y 'J > - 3 - ii JU * > g£ * jg t , fc , 3 ^ (i 

HI &L : > 2 9 0 °C 
'HNMR (d 6 -DMS0) 6 ; 

3. 77-3. 86 (m. 1H), 4. 15-4. 
2 7 (m. 2H) . 4. 6 4 - 4. 7 5 (m. 1 H) . 
5. 5 2 (brs. 2H) , 7. 3 8 (t. J = 1 0 H z , 
1H). 7. 91 (d. J=13Hz. 1H). 8. 
6 6 ( s . 1 H ) 
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cgjtfl 209] 

if ^ 1 - ( 3 - 1 > v ;u * * •> ii Jl - ;u 7 ^ J - 

4, 6 - 5> 7 A* * o 7 x - ;U ) -6-*od-7. 8 - v 

7 ;u * d - i , 4-ytFD-4-t*y + ;'j>-3- 

# ;u * •> 1/ - h : 

x ?• ;U 5 - ? d q - 2 , 3, 4 - F 'j 7^to^>'/ 
^I'Ttf - K 3 - ^ > v ;U * * •> # ;U tf; ;U - 2 , 4 

mm i o 2£B*KL-c«efl:'£4&£*&fco 

tttt : 

life*: 204-205*^ 
'HNMR (CDC 1 ,) <5 ; 

1. 39 (t. J=7Hz, 3H). 4. 38 (q. 
J - 7 H z , 2H), 7. 02 (brs, 1H), 
7. 11 (t, J = 1 0 H z . 1H). 7. 39 (s. 
5H), 8. 28 (s. 1H), 8. 35-8. 50 
( m , 2 H ) 

tnmm 2 1 o ) 

1- (3-7; ;-4, 6-y7^tD7i-;P) - 6 
- * d p - 7 , 8 - v 7 ^ * d - 1 , 4 - f ; h F d - 4 - 

**y*y v > - 3 - ;u * > H : 

x f- ;U 1 - (3-X>y;K+y*iH'-^7;/- 
4, 6-y7^to7i-;P) -6-?dd-7, 8 - 
7 ;U * d - 1 , 4 - -n F d - 4 - t + V + y 'J > - 3 - 

* ;u # * •> U - h * ffl ^ fc li li $ it #1 1 0 3 i m n ic L 
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: 

B& .6 : 2 7 6 - 2 7 8 t 
'HNMR (d.-DMSO) 5 ; 

7 • 15 (t, J = 9Hz, 1H), 7 . 45 (t. 
J=llHz. 1H), 8. 38 (d, J=8Hz, 
1 H ) . 8 . 7 3 ( s , 1 H ) 

c m m m 2 i i ) 

1- ( 3 - 7 $ y - 4 , 6-v7 ;u> u -j j. — )l) - 7 

- [ (3S) - 3- 7$yt°uU-;>-i-^;u] _ 6 _ 

^oo-8-7;u^d-i, 4-?t |-'D-4-t + y + 
^ U > - 3 - # ;U *' > gfc : 

1- (3-7W-4, 6--;7;^D7i_;l/) - 6 

- * n d - 7 . 8 - v 7 ;l> * d - 1 , 4-i?tKD-4- 
* * v * j y > - 3 - */ ^ > K * IS H IS Jfc « 6 0 

It * : > 2 4 0 °C ( ft m ) 
'HNMR (d,-DMSO) <5 ; 

1 • 51-1. 68 (m. 1H), 1. 88-2. 
04 (m. 1H), 5. 44 (brs. 2H). 7. 
09 (t, J=8Hz, 1H), 7. 39 (t, J 
=llHz, 1H). 8. 05 (s. 1H), 8. 
4 8 ( s , 1 H ) 

c mm m 2 1 2 ) 
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7 - (3-7;/7*f ^-1-^1/) -1- ( 3 - 
7; 6 - 7 ;u * n 7 x - ;l> ) -6-?dd-8 

- 7 ;l/ * □ - 1 , 4--;t FD-4-t*V*y ij >-3 

- # ;i/ iK > 6$ : 

1- ( 3 - 7 S y - 4 . 6 - 7 ;U * o 7 x .=. ;P ) - 6 

- ? d o - 7 , 8 - v 7 ;U * o - 1 , 4-j?tKD-4- 

* * y * y V > - 3 - ;u > ®k 3-7; ;7*f 

* f# fc o 

: $3t£l»* 
BjS : 1 9 0 - 1 9 3 t 
'HNMR (d 6 -DMSO) 6 ; 

3. 6 5- 3. 77 (m, 1H), 3. 97-4. 
10 (m. 2H) , 4. 52-4. 68 (m. 2H). 
5. 44 (brs, 2H). 7. 07 (t, J = 8Hz. 
1H), 7. 38 (t, J = 1 1 H z , 1 H) . 7. 
96(s,lH).8.45(s.lH) 

t m m m 2 1 3 ) 

x ;u 8-^pd-1- (4-^dd-2-7;1/^d 
-5-^.hD7i-;U) - 6, 7 - y 7 □ - 1 , 4- 
^ b h'D-4 - t+ y + ; >; > - 3 - * * •> U - h : 

x ^ /I/ 8-^dd-1- (4-^dd-2-7/U^-d 
7 ± - ji) - 6 , 7 - v> 7 ;U * □ - 1 , 4 - k K o - 4 
- * * y * / 'J > - 3 - * ;u ** * •> u - jg ^ fc h aw* 
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It*: 2 0 6 - 2 0 8 t 

'HNMR (CDC I,) d ; 

1. 40 (t. J = 7 H z , 3H), 4. 40 (q 

J = 7 H z , 2H), 7. 57 (d, J = 9Hz 

1H), 8. 16 (d. J=7Hz, 1H), 8 

3 0 ( s , lH),8.34(t,J = 10Hz 
1 H) 

t^mm 2 1 4 ) 

8 - ? n □ - 1 - (4_^dd-6-7;U^- 
-3-*;K^7;/7i-;l/) - 6, 7 - 7 ;U it d 

l . 4 - t h'n-4-t + y + ; 'J > - 3 - a ;u # * •> 

U - h : 

•x ^ ;b 8-^nn-l - (4-*dd-2-7;U*d 

-5-^hD7i-;U) - 6, 7 - v 7 ;l/ ^- d - l , 4 - 

y t Ko-4-**y*y U > - 3 - *mu * v U - h £ 

Hfe * : 2 4 1 - 2 4 4 1 
C ft AS 0J 2 1 5 ) 

1- (3-7;;-4-^DD-6-7;l'tD7x-;l/) 
-8-^dp-6, 7-i?7AtD-l, 4-n Fd- 
4 - * * y * y ij >-3-*7^tf>® : 

xf-;U 8-^pd-i - (4-*dd-6-7;I/:*o 
-3-twK;i/7;;7i-;i.) - 6. 7--/7;i/tD- 



W096/2J775 



197 



PCT/JP96/00152 



1 , 4 - ! J t K p — 4 - t # v + y »J >-3-*;l/#*-> 
U - h £ ffl ^ fc H * ti IS ifi fll 1 9 £l5jt£lw U T $g IE ft 4& 

: &3tfet&* 
s it*: 255-258X; 

'HNMR (d 6 -DMSO) S ; 

7. 08 (d, J=7Hz. 1H), 7. 55 (d, 
J=10Hz, 1H). 8. 40 (t, J=9Hz, 
1H), 8. 70 (s, 1H) 

io tmmm 2 i e ) 

7 - (3 - 7 ; / 7f f y > - 1 - /f;t,) -1- ( 3 - 
7^y-4-^PP-6-7^^P7x — ;U) - 8 - ? D 
n - 6 - 7Jl/tD - 1, 4 - •/ fc K d - 4 - t * V + ; ij 
>-3-77/Utf>$: 
is 1- (3 - 7 ; y-4-^PP-6-7;l/^-D7x-;U) 
-8-?np-6, 7 - •>' 7 o - 1 , 4-vth'p- 

20 : &1tfet&5K 

S& £ : > 2 9 0 t 
'HNMR (d.-DMSO) <J ; 

3. 66-3. 79 (m, 1H), 4. 00-4. 
15 (m. 2H), 4. 60-4. 74 (m. 2H), 
zs 5. 61 (brs. 2H). 7. 00 (d, J = 10Hz. 
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1H). 7. 50 (d, J=10Hz. 1H), 7. 
87 (d, J = 14Hz, 1H) 

c m m m 2 1 7 ) 

-7;U^-D-2-^h + ^7x-^)-6, 7-i;7^t 

* •> U - h : 

3 - ? □ d - 2 , 4, 5- MJ7;^d/<>'/ 
^ 7 t f - h , 3 - t -y^y^^'-^j: y_ 4 

- 7 ;u * d - 2 - ^ h * •> 7 - y > * ffl c i3 ^ (4 mm m 

tttt : &3tfet&* 

: 1 8 4 - 1 8 9 t 
'HNMR (CDC l s ) <5; 

1. 39 (t, J=7Hz. 3H), 3. 64 (s. 
3H), 4. 39 (q, J = 7 H z , 2H). 6. 
05 (brs, 1H), 7. 06 (t, J=8Hz, 
1 H) . 7. 21-7. 29 (m. 1H). 8. 31 
- 8 . 4 0 ( m , 2 H ) 

mmm 218) 

1- (3-T = y- 4- 7;u^D-2-^ h * •> 7 * .=. 

to ) - 6 , 7 - 7 to * o - 1 , 4 - t K n - 4 - 7t 4. 

V * y 'J > - 3 - * ;U > ®? : 

3-* to 1- (3-t-7*h*->*;U*-^.yUT$y-4 
-7;^d-2-> F + ->7x-^) - 6, 7 - * 7 * * 
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* •> u - h * jb fc k a* itnmm 1 o s tmm\^ lx he 

14 jft : 2 0 3 - 2 1 5 t (#8?) 
'HNMR (d.-DMSO) 6 ; 

3. 43 (s. 3H). 6. 78-6. 90 (m. 
1H). 7. 08 (t, J=8Hz, 1H). 8. 
42 (t, J=7Hz, 1H) , 8. 61 (s, 1H) 

c n n m 2 1 9 ) 

7 - (3 - 7 ; ; 7t'f > - 1 - -1- ( 3 - 

7W-4-7;^d-2-^ h * •> 7 x ^. ;l/ ) - 6- 7 

;U * d - 1 , 4-^t K d - 4 - * V * y 'J > - 3 - *7 

# > St : 

1- (3-Tiy-4-7;l/^-D-2-> [- + ■> 7 i - 

;U ) - 6 , 7 - 7 )l * d - 1 , 4 - v h K o - 4 - it * 

y + y y >-3-*7^*>gK 3 - t ~ yr-t'f-^>-ig 

& £ , n - y f- ;u t° n u v > * ffl i ii * ii m m m 1 17 
m * : > 1 7 9 r c # m ) 

'HNMR (ds-DMSO) <5 ; 

3. 42 (s. 3H), 3. 96-4. 13 (m, 
2H). 4. 55-4. 72 (m, 2H). 5. 40 
(brs, 2H), 6. 71-6. 83 (m, 1H), 
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7 . 03 (t, J = 7Hz, 1 H) . 7. 88 (d. 
J - 1 4'H z , 1H), 8. 39 (s, 1H) 
(li^J 2 2 0 ] 
x *■ ;u 6. 7. 8 - h y ^ n d - 1 - (3 - O *J ju 

* * i/ J} Jlstf ^ jut i J - 4 , 6 -y7;l/tD7x-^) 

-l. 4-vt K d - 4 - * * y * y >; > - 3 - a ;u ** *■ 
•> U - h : 

2, 3, 4, 5-Th7^DD^>'/-f^7t 
x - h <t N 3 - ^ > v> ;U * * v i] )V # - }\, - 2 , 4 - it 7 
)\y * o - m - 7 x - U > 5? 7 ^ > £ ffl ^ fc H (* £160J 1 0 2 

8jS : 1 2 8 - 1 2 9 t 
'HNMR (CDC1.) i; 

1. 40 (t. J = 7Hz, 3 H) . 4. 40 (q. 
J = 7Hz, 2H) , 7. 0 3-7. 14 (m. 2H) . 
7. 40 (s, 5H), 8. 27 (s, 1H), 8. 
6 0 ( s , 1 H ) 
C $ ffi 0J 2 2 n 

1- (3-7W-4, 6 - 5? 7 ;U * d 7 * - ) - 6. 
7, 8 - (- ij ? n d - 1 , 4-vt Fp-4-t+'/ + ; 

)\< 6, 7, 8-h'J^DD-l - ( 3 - V jl, 
* * )l> *: - JU 7 i J - 4 . 6 - V 7 ;P * d 7 x ^ JU ) 
- 1 . 4 - t FD-4-t+y + ;ij>-3-^;^> 
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•> 1/ - b £ % ^ tz IZ li. 1 0 3 <fc ft *i IC U T ffi it 

HA: 2 5 1 - 2 5 2 ^ 
s 'HNMR (d t -DMSO) 5 ; 

7. 01 (t, J=8Hz, 1H), 7. 41 (t, 
J=10Hz, 1H), 8. 52 (s, 1H), 8. 
6 6 ( s . 1 H ) 

c m. m m 2 2 2 3 

10 1- (3-7;/-4, 6-^7;U*D7x — 

/I/ ) - 6. 7-v^7;l/*D-8-yf-;U-l. 4 - •/ t F 
D-4-^+V + y 'J > - 3 - *7 ;U ** * -> 1/ - h : 

x f - ;l/ 2. 4, 5-h'J7^^-D-3->^;K> > / 
A 7 t f - h * ffl ly fc 13 14 H M #J 2 0 1 t L T 

is 8f£fl: 

HA: 221-223t 
'HNMR (CDC 1 , ) 5 ; 

1. 38 (t, J=7Hz, 3H), 1. 85 (s, 
20 3H),3.98(brs,2H),4.37(q. 

J=7Hz. 2H). 6. 81 (t, J=8Hz, 
1 H ) . 7. 02 (t, J = 10Hz, 1H), 8. 
19 (t, J = 1 0 H z , 1 H ) . 8. 32 (s. 
1 H ) 

as (HlfJ 2 2 3 ) 
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1- (3-7*7-4. 6 --;7;l/tD7xz;b) - 6, 

* V * y U > - 3 - * ;U *' > g : 

l - ( 3 - 7 5 y - 4 . 6 - •>* 7 ;U * d 7 * 
)l) - 6, 7-^*tD-8-^;l/-i, 4-vt 
D-4-t+v + yij>-3-^#+j/|/-|,tji} l , t 

it .6: 2 6 4 - 2 6 7 t 
'HNMR (d,-DMSO) £ ; 

1. 86 (d, J=3Hz, 1H), 7. 12 (t, 
J = 8 H z , 1 H) , 7 , 4 7 ( t , J = 1 1 H z , 
1H), 8. 25 (t, J=9Hz, 1H), 8. 
6 9 ( s , 1 H ) 

C ^ ife m 2 2 4 ) 

1- ( 3 - 7 i y - 4 . 6 - s? 7 ;u ^ d 7 x - ;b ) - 7 

- (3-7;yyf;l,-3-tFD + y7iff-J>-i- 
-T;lO-8-?DD-6-7;U*D-i f 4-vtKo- 
4-** y*yy>-3-*/ 

1- ( 3 - 7 $ y - 4 . 6-y7;PtD7i-^) - 8 

- * d n - 6 . 7 - v' 7 ;U * o - 1 , 4-vtFD-4- 

- t rD + s/7*f;>-mii A7; ><&ffl 
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liL6:>209 < C(#ft?) 
'HNMR (d.-DMSO) 5 ; 

2. 83 (brs, 2H), 4 . 2 1 ( b r s , 2 H ) , 
4 . 52 (brs, 2H), 5. 42 (brs, 2H), 
6. 90-7. 10 (m, 1H), 7 . 36 (t, 
1H), 7. 85 (d, J=14. 5Hz, 1H), 
8 . 3 9 ( s , 1 H ) 

c % m m 2 2 5 ) 

1- (3-7;;-4, 6-i?7/l'tD7*iA) - 7 

- (3 - 7 ; ; > f ;b7t'f - 1 - _ g _ ? D 
d-6-7;U*o-1, 4-i?k Ko-4-t+V*; »J 
>-3-y7;u**>8?: 

1- ( 3 - T $ >/ - 4 . 6 - S> 7 71/ * n 7 x — ) - 8 

- ? n n - 6 , 7 - •>* 7 ^ * d - 1 , 4-vtKo-4- 
* * y * y 'J >-3-*;l/!f:>Sli3-7; y > f- 7 -t? 
1- V > -mm& t b 'Jxf^7; > £ ffl t> /c ffe x It ife #J 
1 1 7 ItSSft^tt^^fc, 

BjS : > i2 1 7 t (^H) 
'HNMR (de-DMSO + d- TFA) 5 ; 

2. 89 (brs, 1H), 3. 11 (brs, 2H), 
4. 29 (brs. 2H), 4. 58 (brs. 2H). 
6. 90-7. 05 (m, 1H). 7. 36 (t. 
1H), 7. 90 (d, J=13Hz, 1H). 8. 
4 6 ( s . 1 H ) 
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c n m ffl 2 2 6 ] 

1- (3-757-4, 6-';7*tD7ii^) - 8 

- * D d - 7 - (3-y>f;|/7;;7ff v?>-l->f 
^ ) -6-7;U*d-i, 4-vtKo-4-**y*y 

y > - 3 - ii )i * > m : 

1- (3-7W-4, 6 - y 7 * d 7 x - ;u ) - 8 

- * d d - 6 . 7--/7;^o-l, 4 - F d - 4 - 

* * y * 7 'J > - 3 -^^'y|i3-^f^7; 77 

# 9 if > ~ % m m. t V 'Jxf^7; >' * JB 8 frtt, n 

ffll£:>2 5 6^C(#|?) 
'HNMR (d,-DMS 0) 6 ; 

2. 07 (s, 6H), 3. 03 (brs, 1H), 

4. 2 3 (brs. 2H) , 4. 5 4 (brs, 2H) , 

5. 4 1 (b r s, 2H) , 6. 9 8 (t, J =8Hz. 
1H), 7. 37 (t. J=llHz, 1H), 7. 
87 (d. J = 1 3 H z , 1H), 8. 45 (s, 
1 H ) 

c n m m 2 2 7 ) 

1 ~ (3-757-4. 6 - y 7;^d 7 i - ;[,) - 7 
- (3-7;yyf;H^Dij^-i-^^) _ 8 _^ D 
D-6-7;Ptn-i, 4-nh'D-4-t*y*;ij 
>-3-*;U+:>gf: 

1- (3-7; ;-4, 6 - i? 7 ;U ^- n 7 x — ;U ) - 8 
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- ? p o - 6 , 7 - 5? 7^*0 - 1, 4-v>fcKD-4- 

* * y * y U >-3-*^#>li3-75 y y ;U b° o 

l 1 7i^«i:LTSiaft^^*t#t 0 

It .6 : 1 8 3. 0-185. 5 t 
'HNMR (de-DMSO) 5 ; 

1. 50-1. 80 (br. 1H), 1. 85-2. 
10 (br, 1H), 2. 35-2. 60 (m, 1H), 

2. 80 (brs, 2 H ) , 3. 00-3. 65 (m, 
4H), 5. 45 (brs, 2H). 6. 90-7. 
05 (m, 1H), 7. 35 (t. 1H), 7. 9 6 d 
(d. J = 12Hz. 1H) , 8. 55 ( s , 1H) 

c m m m 2 2 8 d 

1- (3-7W-4, 6-v>7VU*D7x-;U) - 8 
-?dd-7 - (3-t K d + •> * ^ t: - ;l/ 7 -If f y > - 
l--f;U)-6-7>l/*D-l, 4-n Fo-4-t + 

1- ( 3 - 7 S y - 4 , 6-v7;U^-D7x-;l/) - 8 

- ? o d - 6 , 7 - 7 ;U * o - 1 , 4 - b K d - 4 - 

* * y * y y >-3-*;u»K>lti7-tff-y>-3-*;u 

14 .6 : 2 2 7 . 0-231. 0 °C 
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'HNMR (d.-DMSO) 6 ; 

3. 25-3. 60 (m, 1H), 4 . 50 (brs. 
2H). 4. 66 (brs, 2 H) , 5. 42 (brs, 
2H), 6. 96 (t, J = 8 H z . 1H), 7. 

37(t.J=10Hz,lH),7.89(d. 
J=13. 7Hz. 1H), 8. 46 (s, 1H) 

c n m m 2 2 9 ) 

7 - (3-7tf^7W71ff -1 
- ( 3 - 7 5 y - 4 . 6 - ♦>* 7 ;U * o 7 x - ;U ) - 6- 7 
* * d - 1 , 4-nFD-4-t*7-l, 8-^7* 

y * > - 3 - ij ji *- > m : 

1 _ (3-7W-4, 6-->'7;l/^-D7i^;U) - 7 
-*od-6-7/I/*d-1, 4-ytKp-4-* + y 
-1. 8-t7f'Jy>-3-*^t;>|i3-7-irf;l/ 
7 = ; 7 -Iff y i ij x f ;H 5 > £ ft t> 13 ^ 

^ ^JfeflJ 1 1 7 LTl£iErt;£^£f#fc e 

It * : 2 8 9 . 0 - 2 9 5. Ot 
'HNMR (d.-DMSO) 6 ; 

1 • 81 ( s . 3H), 3. 60-4. 90 (m, 
5H), 5. 35 (brs. 2H), 6. 94 (t, 
1H), 7. 35 (t, J=10Hz. 1H), 8. 
06 (d. J = 10Hz, 1H), 8. 54 (brs, 
1H), 8. 69 (s, 1H) 

c n m m 2 3 0 ) 
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1- (3-7SV-4, 6 - 7 ;l> * o 7 x - ;U ) -7 
- ( (1R, 4R) - 2 , 5 - 7 If t* •> ? d [2. 2. 
1] *\-f 9 "s - 2 - 4 to) -6 - 7;^d - l, 4-c;t 
Kn-4-t+V-l, 8-77f'J y>-3-A^!K> 

1- (3-7;y-4, 6 - v 7 ;U * n 7 x ^ ;U ) - 7 
-*do-6-7;U*o-1, 4-S?hKo-4-^- + v 
-1, 8-t77'Jy>-3-*;H'>8i (1R. 4R) 
-2, 5 - 7 if t •> 7 n [2. 2.1] ^ 7° * > ~ £ 

£ £ h 'J if ^7 ; > * flj fc i* % n ife m i i 7 <t m 

M.£:>284 < C(£fl?) 

'HNMR (ds-DMSO+d-TFA) £ ; 

1. 90 (d. J=llHz, 1H), 2. 11 (d. 

J = llHz, 1 H) , 3. 15-3. 90 (m. 

5H). 4. 45 (s, 1H). 5. 20-6. 10 
(br. 2H), 6. 98 (t, 1H), 7. 36 
(t. J=10Hz, 1H), 8. 18 (d. J = 

12Hz, 1 H) , 8. 76 (s. 1H), 9. 15 

-9. 30 (br, 2H) 

( ii m 2 3 i ) 

1- (3 - 7 ; ; - 4, 6->?7;U^D7x-;l/) - 8 
- * d d - 7 - (3, 7 - ^ 7 f t* •> ^ d [3. 3. 0] 
***>-3-'Ol/)-6-7;U*D-l, 4-vtKD 
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1 - (4-7W-4, 6 - y 7 ;!/ * d 7 * - ;U ) - 8 
- * d d - 6 . 7->>7;1/*d-1, 4 - y t Fd-4 - 
t + y*; y > - 3 - *;l/sK>ii 00mgi3-t-y 
h * •> a 71/ 3 , 7 - y 7 f f ■> ^ d [ 3 . 3 . 0 ] 

* >7 * > \ 0 4 m g , l« 'Jxf*7; > 1 5 0 m g £ 7 -fc 
h-h>J^3m 1 1= & # L > 8 0 tT3^Hit^lfc 0 $ 
Wt*«BETCffl5feLfc 0 ^pd*;^3 Om 1 T to £fc L 0 
W®l£3%*i>& 7 .Kjg&2 Om 1 TiSfefrLfco 

4Ni|S/yt + t>5m 1 * AD *. T £ fi T 2 B$ mtitftL 

^■Cl{(:^T5tL/; 0 **fet»$®«Eftg>tt€ 1 2 Omg 

14*: 199. 5-204. 0 t 
'HNMR (d,-DMSO) 5 ; 

2. 85-3. 10 ( m , 4H), 3. 30-3. 

7 0 (m, 6 H) , 7. 0 2 ( t , J = 8 H z . 1 H) . 
7. 41 (t, J = 10Hz, 1 H) . 8. 08 (d. 
J = 1 2 . 5Hz, 1H), 8. 59 (s, 1H), 
9. 13 (brs, 1H), 9. 26 (brs, 1H) 

c m m m 2 3 2 ) 

1- (3-7^7-4, 6 - •>' 7 ;l/ 1 o 7 x ^ ;l/ ) - 7 
- (3, 7-*71ftf->*D [3. 3. 0] * ? * > - 3 
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- 4 Jl) -6-7;U*d-1, 4-v>bKD-4-**7 

-1, 8-^7f-y^>-3-*yu**>» £ & £ : 

1- (3-7W-4, 6-v?7;U^-d7x-;U) - 7 
-?dp-6-7;1/*p-1, 4-^t|fD-4-t*V 
-1, 8-t7f 'J y>-3-*;i'*'>ii 3 - t - ^h 
*i/*;l/t;i^ - 3, 7 - 7 If fcf •> ? d [ 3 . 3 . 0 3 
l>Sftfeli> H Ife 0J 2 3 1 £H1*KLTaiIErt: 

tttt ; 8EStfe»5|e 
tt j& : 2 0 3 . 0-208. 0 t 
'HNMR (d 6 -DMSO) <5 ; 

3. 0 6 (b r s, 4H) . 3. 3 6 (b r s. 2H) . 

3. 40-3. 90 (m, 4H), 7. 1 2 ( t . 

1H), 7. 42 (t, J = 1 1 z , 1H), 8. 

09 (d. J=13Hz, 1H). 8. 72 (s, 

1H), 9. 46 (brs. 2H) 

c ft n m 2 3 3 ) 

1- (3-7; 7-4, 6 - v 7 ;U * p 7 x ^ ;U ) - 7 

- (3, 7 - 7 f f •> ^ n [3. 3. 0] * * * > - 3 

- f ;U ) -6 - 7;I/*d- 1, 4-n Fn-4-t + V 
*y'J>-3-*7;Utf;>$ £ $ £ : 

1- ( 3 - 7 $ y - 4 . 6 -^7*tD7*-;l/) - 6, 
7-x7;l/*u-l, 4 - fc Fo-4-t*v*y V > 

-3-*;^>Ji3 - t - 7*h*->*;l/#i^-3. 7 

- x 7 If tf -> * d [3. 3. 0] * ? * > £ ffl ^£ 12 (i , 
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2 3 l £H*K:LT*Efl:*&*j»fc 0 

221-224. 5 t 
'HNMR (ds-DMSO) 6 ; 

2. 95-3. 20 (m. 4H), 3. 25-3. 
65 (m. 6H), 6. 06 (d. 1 H) . 7 . 12 
( 1 • 1 H) • 7 - 5 3 ( t , 1 H) . 7. 9 1 ( d , 
•1 = 1 4 H z , 1 H) , 8 . 6 7 ( s , 1 H) , 9 . 
30-9. 70 (br, 2H) 

c m m #J 2 3 4 ) 

1- ( 3 - 7 * y - 4 . 6 - i? 7 ;U * d 7 x ^ ;U ) - 7 

- (3-7;;if*7*f.y>-i-U) - 8 - * d 
n - 6 - 7 ;U * u - 1 . 4 - v b K d - 4 - * + y * y 

1- ( 3 - 7 ~ / - 4 , 6-y7^tD7x-^) - 8 

- 9 u d - 6 , 7-';7*tD-i, 4 - ■>' t K d - 4 - 
* * V * J > - 3 - * ;l/ ij- > | i 3 - t - 7' h + •> * ,u 
^ ;P7 5 ' ***7* * •>* > t V ijif^ 7 : >*ffl t , 

fctttt, HJfe0J2 3 1 ±R«Cfifca*fc 0 «(i Btt 4 N 

C <t £ * ft fc o 

: 1 4 0 . 0-141. 5t 
'HNMR (d 6 -DMSO) 6 ; 

1 • 8 0 - 1. 9 5 (m. 2 H) , 2 . 60-2. 
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85 (m, 3H), 4. 14 (brs, 2H), 4. 
57 (brs, 2H), 6. 95 (dd, J = 7Hz, 
J = 9 H z . 1H). 7. 36 (t. J = 1 1 H z . 
1H). 7. 70 (brs, 3H). 7. 87 (d, 
J = 1 3 . 5Hz, 1H), 8. 45 (s, 1H) 

tnrnm 235) 

5 - k > v ji * * •> - 1 - ( 3 - 'O s; >i/ * * •> a ;i, ,je 

- ^ 7 • ; - 4 , 6 - 5* 7 * p 7 x - ;U ) - 6, 7, 8 

- h y 7 ;u * o - 1 , 4-c^t f d - 4 - t + y + ; y > 

- 3 - # ;U * > g£ x ?- ;U x * f ;U : 

i f- yi/ 6 - ^ > v ;U * * -> - 2 , 3, 4, 5 - x h 7 
7;l/t D^oy^^rtf - h 1 . 1 1 g, ^;n«4 ; |x 
^^0. 75ml, ft^RlO. 85mUl 30tTl 

1 0 m 1 ^jD^-fco : : CN-'O y^t + v/^AsK-^ 
-2, 4-y7y^-m-7iil/>^7; >0. 8 g £ 

C ft * N , N-^f;H^A7 » K3ra I 

ft » # U »7 A 0 . 4 1 g £ So *. T 1 0 0 t T 1 0 # |£ # L 

^ o SJ^^{C596^i>^5 0ml^jtiD^/c o ? o d * ;l/ 
A50mlTimit„ W®JI£&*n:&i£7.KTft#L. ift 

S7^^nt«si,fc 0 ^etics* it. mm** 

5 A ? d -7 h ( •> V * y 7U , ?DD*;l/A/ffcg£x^;U = 
2 0/1) KtfL/Co *feJ*#to0±fEfl:£fc£l. 4g 
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'HNMR (CDC 1 3 ) <5 ; 

1 • 3 7 ( t , J = 7 H z , 3 H) , 4 . 3 8 ( t , 
J = 7 H z , 2 H) . 5 . 2 1 ( 8 . 1 H) , 5 . 

2 6 (s. 1 H) . 7. 0 1 (s. 1 H) . 7. 0 8 

(t. J = 1 0 H z . l H) , 7. 25-7. 55 
(b r s, 8H) , 7. 5 5 - 7. 6 5 ( m , 2 H ) , 
8- 14 (s, 1H). 8. 40 (brs, 1H) 

c m m m 2 3 6 1 

1- < 3 - T * / - 4 . 6-i?7/PtD7*i;P) - 5 
-tKD + x- 6. 7, 8-MJ7;^d-i, 4-^t 
Ko-4-**y*y U > - 3 - * ** > « : 

*** 2 3 5 T*]*L*:fl:**i. SgtMBnii, 
6N-Jggl Om] Ciit, 10 0tT4^Hj|^L/: o 

3tfe@#©±i£rt:£$>£0. 5 5gH/: 0 
; Hfet»^ 

: > 2 7 8. Ot (^g) 
'HNMR (d 6 -DMSO) 8 ; 

5- 47 (brs. 2H), 7. 08 (dd. J 
= 8 H z . J=9Hz, 1H), 7. 41 (dd, 
J=10Hz, J=llHz, 1H), 8. 59 
( s . 1 H ) 

c m m m 2 3 7 ) 
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1- (3-7;;-4, 6-y7^tn7i-^) -7 

- (3-Tzyr-tfl-is>-i-'(ju) - 6. s - 'J y ju 
t o - 5 - t F n + •> - l , Fo-4-*+y + 

y ] ) >-3-*;l/«K>H: 

1- ( 3 - T $ / - 4 , 6-y7Ato7x'i;P) - 5 
-tKo + v- 6, 7, 8-MJ7AtD-l, 4 - v> t 
Ko-4-**y* / ■J>-3-*;l/^>i? < i:3-T=y 
7-i?f-v?>-ig»J!gi h >ji^;uy= > £ ffl ffe (i s H 

it* : > 2 6 1 «C (#*?) 
'HNMR (d.-DMSO+d-TFA) 5 ; 

3. 93 (brs, 1H), 4. 14 (brs. 2H), 

4. 48 (brs, 2H), 5. 43 (brs. 2H), 
7. 04 (t, 1H), 7. 36 (t, J = 10Hz, 
1H), 8. 36 (s. 1H) 

B*ffc¥£?&¥£*g*g& (CHEMOTHERAPY. 
2 9(1), 76. 1 9 8 1 ) iyAftfffiihiK 
(MI C : M/Bl) * M « L fc . I* ft * S 1 (Z * * , 
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<t & m 


S. aureus 209P 
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ft it m 




IMR32&BS 




39.0 


38.4 




36.8 


>50.0 




>25.0 


>25.0 




7.7 


9.6 



(i*i*0J 3 ) 



4(40mg/kg/10ml) Ifcg, (3 2 0 

~ 4 0 0 n m , 1. 8mW/cm7s e c) *4^@j| 
l> 0 wmw.'&£ 0 Erf® £ L , 2 4, 4 8 ^ril0?O 
JUfrfct&SLfco ^©Hfcllo^TM:, UttttL (0.£) . 
ftftotCS , + (2£) % lloas 



1_3 



ft £ 


ootra mm) 


24mm 


48^ 


fHfifl|48 0ft£i» 


0, 0/3 


0, 0/3 


0, 0/3 


H»ffi|1170ft#» 


0, 0/3 


0, 0/3 


0. 0/3 




0, 0/3 


0, 0/3 
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HJfe#J1520ft<£$j 


0. 0/3 


0. 0/3 


0, 0/3 
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0, 0/3 


0. 0/3 


M7D + f->> 


1.8, 4/5 
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